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Itt72>CCR3fe^j 

5 tm#m 

MM, *«ktf7u;p*-tt<gjeift&t*©7u;n £ -tt«Jg. »*tt*Ji*:fc«ktf? 
n->*fc£©#ffitt»R«, 0»mJD^, *FK«ttgJBIft, $?g?J.*ifiDl4Ji*E 

£*m;i/t.) <D®mzm®?z>^x (aids : ji^-t 
15 mm® 

^^«JlL&t*©7U^-i^*©*HW&*lffittfittlftffiT**i:^ 

(tfilAWu Busse, W. W. J. Allergy Clin. Immunol., 1998. 
102, S17-S22; H$|S§£, ^ftEtg, 1999. 31, 1297££#HB) . fllAtf. 
20 ©«A ; E5 i ^fc<Jt>Ttt»»»?' (ICAM-l) fcx^S^T* H fcfcJ: 0, J? 

tt«igfc*itfa*fK«0SS14A«3fi<*i«SnT^S (Wegner. C. D. et a!., Sci 
ence. 1990, 247. 456) . 

25 $n& lose, P. J., et al. , J. Exp. Med.. 1994. 179, 881; Garcia- 

Zepda, E. A. et al. , Nature Med. . 1996, 2, 449 ; Ponath. P. D. et al. , J. C 
I in. Invest., 1996, 97, 604 ; Kitaura, M. et al., J. Biol. Chem. , 1996, 271 
, 7725fc£#j«) . SSfc, I***5/>ttfftt*±K:»58LT^«CCR3 U-fe 
79-iZ&&Lftm%%M'?&Z.t1)Wm2tl. Sfc> X^^ + i/>-2> RAN 

30 TES (regulated upon activation normal T-cell expressed and secreled©H§ 
$0 , MCP-2 (monocyte chemoat.traclant protein- 2 (DN&ffr) » MCP-3 ( 




WO 01/10439 PCT/JPOO/05260 

2 

monocyte chemoat tractant protein- 3 <£>B&$0 , MCP-4 (monocyte chemoatt 
ractant protein- 4 (DV&W) fc ^©jifttt®^ ! bX^-^**» e t 0 fcff/B&gteH 

5 (#Rtf. Kitaura, M. et al. , J. Biol. Chem. , 1996, 271, 7725 ; Daugherly 
5 . B. L. et al. , J. Exp. Med., 1996, 183, 2349; Ponath, P. D. eta I., J. Ex 
p. Med., 1996, 183, 2437 ; Hiath, H. et al., J. Clin. Invest., 1997, 99, 17 
8; Patel. V. P. et al. , J. Exp. Med., 1997, 185, 1163 ; Forssmann, U. et a 
I., J. Exp. Med. 185, 2171, 1997fc£*!B) . 
X:***->>©ff»»'M0flUB«, afc££g0*Tfc<. (CD 
10 lib) <D5tW®& (^Jx.f±\ Tenscher, K. el al., Blood, 1996, 88, 3195fc£ 
#81) » %fmm<DM±fem Eisner, J. et al.. Eur. J. Immunol., 19 

96, 26, 1919fc£#J8) > EDN (eosinophi 1-derived neurotoxine©B&$0 <D1& 
ffltSit (El-Shazly, el al. , Int. Arch. Allergy Immunol., 1998, 117 (suppl. 1 

%>Z. £t>$g£3 ttT^3 mXIti, Pallraman. R. T. et al., Blood, 1998, 91, 2 
240fc£#fl&) . 

X *9 * J; ISC C R 3 mi|)!c i* <D 7 1/ JW-ttSI £ is H Tfig 

20 ^T^'fe^Tftx^^ + J/^flsfciOffK^M^fW^nSii (Gonzalo, 
J. -A. et al., J. Clin. Invest., 1996, 98, 2332#fla) , 7")^i7l/M- 
trJH:* ^Tttx* * * ~> >J5tifii?if ici: 0 fftt9aH«qqi«| $ n* £ t (Te i xe i r 
a, M. M. et al., J. Clin. Invest., 1997, 100, 1657) , ^^T.^MZ.&^T 

mx*#*is>ftmmm%m<DMf$.%m®tz>zt (Ruth, j. h. etai., i. i 

25 mmunol., 1998, 161, 4276#!I) , X^-^ + -»®e^tiT^^ SEHfe*** 
?^J:lfflMttftK*tTAl:*l»T»««0«ll!W(l$ft4 H £ (Rolhenber 
g, M, E. el al., I. Exp. Med., 1997, 185. 785#Rg) , «J&££<0Srtr£Ttttt 
##fcJ£^xtf**i/>;|S±tfCCR3©58S#, illS^l^k gBWW£t> 
iC/LiiLTl^^i: (Ying, S. et al., Eur. J. Immunol. , 1997, 27, 3507#M) 

m. I. Respir. Cell Mol. Biol., 1997, 17, 683#BB) fc&fifJUfcSttTHS. 
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. x*^*-»*^<56f!LTl»5^t*«aflrSnTt»*it*»6 (Garcia-Zepda, 
E. A. et al. . Nature Med., 1996, 2, 449#HB) , ^n&0*JBH*V»T"bX* 

*£SL 0J;ttf> 7 i^MMt**. 7Hf-ttft»*, & 

s sk, c c r 3 mm&fcz-fftmmm* t h 2 u >/i$±£ 

ckt/CCR3tt. £*lb©«£JflfS$-S:. JStt<fcf SCtCioTfe?^- 
tt££fc£\ ;Ui5©«IJS#H^-r3£Jg©f££* iffiM. IM#(^P^tooT^St# 
Sal lus to. F. el al. , Science, 1997, 277, 2005 ; Gerber, B 
. 0. et al., Current Biol., 1997, 7, 836; Sallusto. F. et al. , J. Exp. Med 
20 ., 1998, 187, 875; Uguccioni, M. et al., J. Clin. Invest., 1997, 100, 1137 
; Yaraada, H. et al., Biochem Biophys. Res. Commun. , 1997, 231, 365&<2:#88 
) . 

LfeibT, x***5/>®cCR3fc*rrM&S*B*T3fc£*, Tttt>* 
. CCR3*££i#J«. X^-^ + S/>^S$n-5CCR3©U^>r ; ©^MKllfla^ 

25 (Dftmzmm-rzztiz&io, 7U)^-vmm, &£ttji£jgfc£©!&£©i&* 

*fc. HIV-1 (hhM^^J^-l) 3W&^«JfiK:«!fe"r4KCCC 

R3%mmir2>z\ti$m&znT^2>z£frz>. ccr3^j«h i vm^t. 

30 S»fcfiHT*X-rX (AIDS: ft^ttftft*±Si«») ©ffe*llt) L< tt^Kf 
m<hUTt)WfflTfe-5i^-A^nS et al., Choe, H. et al., Cell, 19 
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96, 85, 1135 ; Doranz, B. J. et al. . Cell, 1996, 85, U49#M) . 

gar, *-tf->r>- 9 -tDi#*v$ mm& (wo9804554#sg) , t;*?$»* 

rz\t¥mi?>mmfc (EP903349; W00029377 ; W00031033 ; WO0035449 ; WO0035 
451 ; W00035452 ; W00035453 ; WO0O35454 ; W00035876 ; W00035877#{&) , tf P 
5 'Jy>^«# (WO0031032#BH) , 7x^77->Sf»# (W09955324 ; W0995533 
0 ; W00004003 ; W00027800 ; W00027835 ; W00027843#j®) . *<fc #*-©«!©<£# 
=?<t£to (W09802151#H) j&t. CCR3Hr7*^-fcjkfr*lggtStt*Wrs^i: 

*5BWTfflfr»*fl:£toHU W09925686fciE*£ftTlr»*ft:£*£E- 

is i§±©c c r 3 tc»^-r* c t *KtF-r«ffitt**rr*tt5H t fl:^«t«tt-r-B - 
3 ou a> Ffimmmm-tnc c r 3 \zm&tz> ztwm<D—D-?$>%&?tm 

£&HS-r - 1 £8 jiu $ s ttt^-ti b ©ft^#j*j c c r 3 #n 

f&fe5, ^asH'-tntf. Tea (i) T&snaft&fc, ^-oas^flfcSfg 



30 
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O 



V-(CH 2 )-N 



1 I 



(CH 2 ) n -N-C-(CH 2 ) p 
R 3 



(CH 2 ) q -G-R 6 (I) 



(CH 2 ), 



'm 



-Dim. Ci-CeT^^us. c 3 -c 8 ->7d7jm^I/S. c 2 -c 6 7;i-^^;i/S 

15 . d-CsT^U + vS^ C^CeT^+^^^S, C 3 -C 5 7;l/+U>S« C 2 
-C 4 7;l/+^>^*'>S, C 1 -C 3 7Ml/>y*+yl, 7x-;i^ 7i; + 

-C 7 7;P^y-f )Vm. C 2 -C 7 7)V-n^ts)VT^=.)Vm^ 0 2 -0 1 7)lt)J^)V^ 

*->s> c 2 -c 7 7;^/'f^7a /s^ c 2 -c 7 yv-7;i/+;^;p/N* ; E'f;ua; 

20 C 4 -C 9 N-'y^u7)V^)Vts)Vn^ 0 0 ^7 )V^r)V7)Vt^)Vms C 

3 -c 8 (7;u^+v*;^-;w ^7;i/S, N-y^-iv^^n^^m. tf^u 

: -NH (C = 0) 0-Tg$n?> 2flSg, it : — NH (C = S) 0-Ti^tl5 

211, 7sys. ^/ (c,-c 6 7;i'*;u) 7S/S> t>L<«. -7 (c,-c 6 

25 7)V*M 75 ySTM^$nT^T : b=t<, cn^©7x-JH, C 3 -C 8 ->7 
t> U < fi C , - C 6 7 ;U 3 * 7-S (3 d: o TKJft $ tlT ^ T t> «fc t> . 

r 2 «. c,-c 6 7;^u», c 2 -c 7 7;m+->A^-;us, t 
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C,-C 6 7;i/3 + '>«fc«k-DTflHft3tlT^Tt><k^. &«U j=0©<t#«R 2 

kttO-2 0SEft*«f. 
5 mlJ2-4WlS^t, 

SnT^Tt>«fclrilSfctt2fi®7x-;|/S) KJ^TS&StlTHTfcet^C,- 
10 CbT^+^S^ST. 

*nt\tc 1 -c 6 7fr*)vm&&i^ R 4 *«t^R 5 fc:*tt*c l --c 6 7;p*;p«tt, 
ttiHoADy>af t tFD+xs, ~>7/a, -hog, a^**^*, # 

;WfqE-fJP«, *»#7>«, ^7-v/S, C 3 -C 8 y^D7MiH, c,-c 

, c 1 -c 6 7;i/+;i/» > c,-c 6 7;i/3+v^ fet<tt^>v;i/4-*->St=ko 

;M-*'>#;i/#-;i,s, c 2 -c 7 7;p*y-f;us, c 2 -c 7 7;m+v*;^-;i. 
£. c 2 -c 7 7;k*7y-OM-*->s, c 2 -c 7 7;i/*/i';i'75ys, c 2 -c 7 at 
20 -7)V^)Vtt)vn^)vm. c,-c 6 7;i/*;^;p*-;ps> 75/S. <c, 
-c 6 7;p+;w 75 /a, s> (c 1 -c 6 7;k+;w 7^/g, fct<« (atoi 

T^Tt>«t<» **W4. R 4 *3J:U;r 5 « s ^oL«kC&oT3-6j|iRttKfl:7K 
25 *£JBj3EbTV»Tfc«fcl». 
pttO*fcttl£^T. 

Gtt, -CO-, -SO z -, -CO-O-. -NR 7 -CO-, -CO-NR 7 - 
, -NH-CO-NH-, -NH-CS-NH-, -NR 7 -S0 2 -, -S0 2 -N 
30 R 7 -, -NH-CO-0-, *fctt-0-CO-NH-T*Sn*3S*^-r. Z\Z 
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l^lj:l:^TC 2 -C 5 7MU>l^MlT^TfeJ;K 

. «*K?, *J:lX/feU<ttft*l( : f*l-3fl*r*»W)Pll*8l»tlB*t 
T8'&St£JBfiJcLWTt>J;<, £ 6>t;:±fER 6 l;:*5&t&7x-;i/3, C 3 -(V>? 

io hp*. ^*->77-hS> #;M**->;i/g, W7)varu*?)v 
S, c 1 -c 6 7;^;p*> c 3 -c 8 i/^D7;i/*^s. c 2 -c 6 7;^n;PS, c 
.-Cc^+yl, c 3 -c 8 >-?d7;m^m-*->s, c,-c 6 7;p*;^*s 

15 3-71-wkfi, c 2 -c 7 7;^y-r^s, c 2 -c 7 7;m+i/^;i/^- 
;pS, c 2 -c 7 7)v*i ; 4 c 2 -c 7 7)iti y-oinym. c 2 -c 7 
N-7;i/*^*;^t^-f;wi, c,-c 6 7;u*j^;p*-jus, 7x-ju#;pa ; e 
i^g. at, yv-v (Ci-c,7^*;w x^yy^-om. 75/a, (c L 
-c 6 7;p*JW 7S71, s; (c,-c 6 7;u+^) 7^yi, ^>v;kts/S, 

20 c 2 -c 7 (7;m*->*;^-;p) 75/g> c,-c 6 ^mp^tup*-^) 7 
s/S, fcL<ttt*7> (c,-c 6 7;i/+;i/X^*-;i/) 75y»{3 c kt9ffi^$nT 

^Tfe«t<, utlf.W7x-JH < 03-08^^07^1, C 3 -C 8 ~>i7P7 

25 c,-c 6 7;mmus, c,-c 6 7;m*->s, c,-c 6 7;u+^7^s, (c 
,-c 6 m;p) 75;i. Sfctts; (c,-c 6 7;Mr;u) 75yscj;oTii 

see, *3Bw«:j:ntf, ±ESt (i) T^$nsft^«3. ^©Ji^wcwes 
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e © c c r 3 <d >j 13 > *owmte^v£mmm zmmtzm&z wr-s. m 
t>%. ±ies (i) -r«$n*ft^«!ittccR3»tt»jT*«. 

±IEit (I) ksht, R 1 fi7x-;ps. c 3 -cv>*d7;muu£, SfcteA 

^mmmmmmzmL. -tmR'iz&rtzy^-jmzfcimmm&mmmt. 

m-smit. tt«fi©Apy>M^. tFo^/i, ->7/a, -hDi. 
-c 6 7;Hrn;i>«, c-c.r;!^*^*, (^-c^+^a-g, c 3 -c 5 

y-f;P7$/s, c 2 -c 7 7;k*/-ous, c 2 -c 7 7;m+^;^-;pa, c 2 
-c 7 7M/-fM+->l, c 2 -c 7 7;kfcy-f;P7S/£, c 2 -c 7 ;v-7;i/ 
*;u*;PA j E-r;i^, c 4 -c 9 Ar-s^nr^+jww/tt-r^a, c 1 -c 6 7^ 
*;k*;k*-;hK, c 3 -c 8 (7^3*^*;p#-;w /v-7i-M 

S:-NH (C = 0) 0-T«Sn<5 2fl63£, S:-NH (C 

= s) o-T^$n§2flBS, 7$/«, (c,-c t 7jww 75/g. t> 

RHztoVZ rc 3 -C 8 v^D7^*;USj <hte, $*J;f->7n7 , afcfJk ->7a 
7*5Mk *>7o^>^;k i'i'D^yJk v^DAT^k ~> 7 □ ^ ^ 

-> 7 □ ^ > 5f £ J: > 2 a a + wmtt. E&mf bti^. 
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V^77U;k ifU^k t'J5y-JK hU7y-;k HJ77'j;k **+f-7 

mmmmm^M^L. ^(Dimtam^mtLxu. -ry^)v, ^>kujk ^>7 
77^jk ^>7^x-jk */u;k ^>7i'5^7u;k ^>7^^-y-7u;p 
10 , ^>7hU7Vu;k ^>7^-y-777u;p K>775if-;k » &&tf^ 

fcfrT'bR l \$. 7x-;n, ?i.-)m. t°77u;PS, -i* v^-y-7»j;i/»> 

RM;::fctt3 7xx;hI. C 3 -CV>7n7;k^k«> 3?M*g5!§8iS, £fcte*fi 
15 ^MftltHW r/\Dir>Efj 7yilf, iiS?, J^T, 

R^lilibt© rc 1 -c 6 7;i/+;i/Sj itt, flAtfjWk x^;k n- 
7ot 6 ;k «-7>;k /2-^>^;k n-^vjk n-^\7^;k n-^-^? 
;k -ry7°otf;k -rv7^;k sec-ym tert-y?jk <v^>^ 

20 ;k *-*^>J-)V. t e r f-'O^k -fy\+->Jk 2-^^;w / ^>?^. 1 

-x^;i/7?;ua^<h*wc 1 -c 6 (Dii^^^tt^ttcD7>'u+;ua ; &s*L> ^© 

ftMteMfomtLXte. *^>k x^Jk 7°ot°;k £^^7 7°ot\>klft<h'# 

R'oiIStLT® rc 3 -c 8 v7o7;i/+;i/-Sj fu§2R Heists rc 
25 3 -c 8 >-7o7;u+;k«j co^iin^T^o. ^<D0ii&j^miigi;S£W 

Z>Z.ttfiXZZ>. 

R'cofi^S.hUTW rc 2 -c 6 7;k^rx;kaj ttt, 0y*Ji\ t*x;k 7'j;k 
l-7"a^x;k 2-7'f-Jk 3-77x;k 2 -*5fj[/- l -7n^r;k 4 
-^>xxjk 5-^\+-tx;k 4-/?;k3-^>f^H&t'oc 2 -c c © 
30 iim*^tt^^©7;kyx;k*^;ii*L, ^<DimtL%fcmtlsX\Z, \i-)vm 
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1 0 

R'wg&SiLT© rc l -c 6 7;P3+->Sj tit, WEd-c.y-Mui* 
^k^ts&^awsns. 

R^giftSiLT© rc 2 -c 4 7;i/+u>^+^>sj <htt. fl&JAtf, X5Fl/>* 
*-> (-CH 2 CH 2 0-) , MJ*^U>xM-> (-CH 2 CH 2 CH 2 0-) , 7 
h5^f |/>t+y (-CH 2 CH 2 CH 2 CH 2 0-) , 1, 1 -i>*^;kn^k> 
**~> (-CH 2 C (CH 3 ) 2 0-) C 2 -C 4 ©2ffi7;l/+l/>a<t* 
5fc5g£fc!*U LTtt, x7l/>tf*v», h 

(-OCHjO-) , x7l/>v:**-> (-OCH 2 CH 2 0-) . MM7U 
(-OCH 2 CH 2 CH z O-) , ^Dtl/>i;t+"> (-OCH 2 CH ( 
CH 3 ) O-) Mf3.£<DC l -C 3 <D2m7)l*U>&t2m<D**ism£frt>tlL2>m 

/v-r;k y^y-r;k ^>^/-r;k 'vHf-Z'Ok ^T^y-ok -fvT^y 

;k 3-*7^7*/--r;k 2-*1-)\,-?9M Jk K/tD<;k 4-*^)l<y 

3, 3-v*5P;k7**/w;k 5-*7;i^tf/WJNifc£©d-c 
7 oa[«*fctt»tttt©7^*y>f;p»t*iii:U, *©ff»<t*##itLTta, 7-fe 

R 1 ©BlftS tLT© rc 2 -C 7 7;m+->^;^-;^j ttt, BuieC^Cg 
7;m * <h * )W, - )m £ * €> & S3£ £ jgufe t . ©*? <h L T tt . 
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R'cfMiiT® rc 2 -c 7 7;i'*/-f ;^+->aj <h«, BfifBC 2 -c 7 7 

R ] (DW&mtLT<D rc 2 -C 7 7^/^;i/75/»J <htt, b«JIEC 2 -C 7 7 

io R^gj&g^LTcD rc 4 -c 9 ^v-v^DT^+^^nt-f ;i/Sj fifi 
R'oglliLt© rc 3 -c 8 (7^d*'>*;p#-;1/) tn me 

20 ^tf^tlS. 

R'cilfti.il/TO r^y (C,-C,7W) 75/3j ttt, $FfEC,-C 
6 7;W i ;U«HJ:oTllJftSnfc75yS**i*L, ^©MaiMWItLTJi. * 
^7 5/*, X^75ya^£^tff)tl-5. 

R'OBJjiatbTO (C,-C 6 7WJP) 75 /Sj <bfcL H-*fcttftft 
25 ^fc2O(0HufBC 1 -C 6 7;i/+^X(l = toT@^$n/t757S ; &;t?*L> t<Dft 

mfcaimtLxiis y^wsyi, yx?^/?;!. n-xz-ju-n-* 
? )i> 7 $ y s& tf 6 ns . 

±ffi©^T' ! b, RM:^3W7i-JH, C 3 -C 8 i/^D7;i/*;PS, 5f#S5HS* 
3t£. SfcKSfc^Offil&StLTWu Any>gf, kH C,-C 6 7 
30 ;i/+;PS, C 2 -C 0 7)ltr-)l>m. C 1 -C 6 7;P3 + ->«. c,-c 6 7;i^i^;* 
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7I-JH, 75/*, fc^tfv (C,-C 6 7;U+ 

;W 75/SS#fcffSL^fr«tbT#^5Ili:*«-C#S. #tC^*L<«, 
Any>gf. kFD^yl, C 1 -C 6 7;i/+JP», C,-C 6 7;H3*«>£, C, 
-C 6 7^+;^^S> ^l^s^+S/g, 7x^;&;w^-f;i,S£ 
5 **f*Ct*«T*S. 

*fctt*t£llt©i«ft£tt, aSfcffiMBflDADyS/SFF, kFD+yl, 75/* 

, MJ7;i^D/5^g, c,-c 6 7;i/*;i'S, t>L<ttc 1 -c 8 7jm*v'g£ 

10 ^C,-C 6 7;m + ->S«. aMBRM^WS^x^a, C 3 -C 8 -/7D7M 

»s«««iss, *fc»iig^ai©«jftanHLT3ta*tifc'boi:w«T» 

±lBit (i) tc&^x, R 2 tt, c 1 -c 6 7;^;«, c 2 -c 7 7;p 

□ ^S^Me^S, tKn + ->S. *fcli7xnjH^gL, RHcfcttSC,- 
15 C 6 7;Wl^l*fctt7x-;W«tt, ffiIB©/\a^>Rf, hh'D^I, C a - 
C 6 7;U+JI/S, t>L<ttC,-C 6 7;m*->St«koTIIJftStlT^Tt)J:^. fc 

R 2 {rt5^^c 1 -c 6 7;u+^s^ck^c 2 -c 7 7;ni+->*^^-;i'S«, r 1 

. c,-c 6 7;p*jp**i<trxc 1 --c 6 7JP3*'>Sfi, BfiER , (c*3tf§7x^;i/ 
#*. 

±IBit (I) C*HT, j «0-2WS^*S-To j ttOT* 

30 ±fBit (I) t*^T» kttO-2©gft££U mtt2-4©8tS^t. ft 
*Tt> k ifl 0 TmTi* 3 T*S«^© 2 -fijft t° □ U v>, k # 1 Vmifi 2 
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£0 3 -BtftePU v>, k*»lTm^3T»«i^©3 -g&k^U v>, kfr* 
2 2 T*3»&<B 4 -Itte^ U k # 1 Tm^4Ti&5«^ 

§^^©3-Sj^ePUv>*5,i;t>*k^2-em^2Tfe'g.*|-&(D4-S^t^ l Jv 
5 >*#»f<5Ct**T#S. 

±fE5t (I) fc*V>T. ntt0*fcttl*3i-r. 

4t(~> kAUW2Tn^*0T^5i^3-7S KfcfP'J i5«fctfk# 
2Tm#2Tn*«lT*5I^(04- (75 H^?;P) k^U U> 

io ±is^ (i) tc^vix, R 3 tt7k^^> (•eti-^ni^-sfcttftftofcft 
$ tix ^ t <k n c i - c 6 7 )v*)vm £srr . 

R 3 K£tt3 C , - C ,7;M^S0iIifcSi LT07i x;Pg0g&S£: LT©A 

□y>iH\ d-CjTM^s, *5=t^c 1 -c 6 7;i/n+->stt. -en-en, if 

25 ±IBit (I) R 4 *>=ktfR 5 ^ |S|-3;fcttJifcoT, kH 

□ 7i^H, *fettC 1 -C 6 7;i/+;b»^L, R 4 £=ktfR 5 [l£tt3 

c 1 -c 6 7;p+^ffitt, «E«floy\ay>«^ th'D+yi. yjyi. xhp 
S, #;M?*->jm, A^/W^S. *;M77>ffi, ^7^y;l, c 3 -c 8 -> 
i7a7ft*)l>&. C,-C 6 7^a*'>S, C,-C 6 7;P*^5 t *S. (tf*ffl®/\ 
30 ny>Jgf, tHa+yS. C , -C 6 7;P*^X, C 1 -C 6 7;Up + vS, *>L< 
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^/•/W+yl, OWVttislMltf-JVm* C 2 - C 7 7 )ltl J -f JUS, C 2 - 

c 7 7;u3*v*;w#-;i'*. c 2 -c 7 7;i^/-f;M-*->g, c 2 -c 7 7Ji/#/ 
-f;u75/S, c 2 -c 7 ^-7;u*^^A*€'f;i/S, c,-c 6 7;u+;i/x;i/*- 

JPS. 7S/S, (C,-C 6 7;M^) 75 v (C r C f 7)W) 7 

1 - 3flWr**S«tt*jR»*&tt*©^>"1?>Slli:©«r^lcJ: o^$n 
fc<fc0B&SttTtrVCt>J;<, R 4 £J:tfR 5 te> ^^t«t(C 

R 4 fc<fctfR 5 K*tf£C 1 -C 6 7;i/*;UStt* BfH5R l }3i5^57x-;i/S» C 3 
10 -CV>*d7;Mr;i>«, ^S^^^S. *fcf*W^m©li!ft3lfclWUTS*Sn 
ft h <D t m&~Z$> K> , R CfliJ £ L T^tf 3 E <h -S . 

R 4 *5<fctXR s IC43^SC 1 -C 6 7;i'*;i'SOS^SiLT©AD^>^ c, 

-c 6 7;m*vg, c 1 -c 6 7^*;u^a, c 2 -c 7 7;u*y-f;ps, c 2 -c 
7 7;m+^73;^-^s> c 2 -c 7 7;u*y-f;^*">s, c 2 -c 7 7;u^y-f 
15 ;P757S. c 2 -c 7 w-7;i'*;i>;*7,M/A* ; E'Oi/S> c l -c 6 7JP+;ux;i/*^;i/ 

(C,-C,7WW 75/S, fccfctfv (C X -C 6 7)ls*M 75/S 
20 R 4 i5i:Z>*R 5 KfcttS C ! - C 6 7;U*;i/S<7)g&a £ LTCOC 3 - C^ifUjiV 

25 il/TOAny>f?. C 1 -C,7JI/*;WS. fe<t^C 1 -C 6 7;U^*'>Stt> m 
rdR 1 tc*3^T7xr;i/* < C 3 -C 8 y^D7MiH« ^SfijffXHlS« 

R\ R 5 fcJ:^c7)|^^^iI^<h^6^€) r3-6MSIttSft**J 
30 gfoWtVTU, v7o7n/1>, y^07^>, vi?o^>^>, &=ktf->i7D 
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±IHS (I) fciSHT* pliOSfclil^U qHO*fcttl*&*. piq 

t>K 0 U>. 
±fSS (I) ££</>T. Gtt» -CO-, -S0 2 -> -CO-0-, -NR 7 — 
5 CO-, -CO-NR 7 -, -NH-CO-NH-, — NH— C S — NH — , — NR 
7 -S0 2 -> -S0 2 -NR 7 -, -NH-CO-0-, Sfctt- O- CO-NH- 

. R 7 «R 5 i^lJ;l:^oTC 2 -C 5 7Ml/>I$MlWTfc 

10 -CO-tt*/H-JH$, -SO,-ttXM=;^ -CS-IJf 

-CO-*^ktf-NH-CO-NH-T*$ftS£&£##tfSn<5. 
R^fcttSC^CeT-M^SH, tfriER'fcStt^x-^a, C,-C 8 ->£ 

* * u > & ev> c 2 - c 5 omse&k. itft&vt riv* v >s u , * go*? ji& 

20 A^feR'iLTH 7K^»^lc:0*L^JtLTWS^i^T'#-5. 

±IB^(I) fc*HT, R 6 U7x-;l/^. C 3 -C % i/>7U7)V*)Vm, C 3 -C 

25 B^tuT**^. oust, &£tf/<bv<\tgmm=F$: i - simtz^m 
tmm^mtm&isTffi&mzMj&isT^T'b&K. $e.(c±ieR 6 fcfett5 7x- 
c 3 -c 8 ->^d7;u^s, c 3 -c 6 yi?D7^n, ^>^;us, ^ 
s««*irs» $&wjt£!Rn. ttifl©Aoy>g?, tHo+vi, ^;^7 

h*. v7/S> -hoi, 9 1 ^->7^-hS, *;P#*->;^ rt^/tt'OUk 
30 MJ 7JltU^^)im> C,-C 6 7;i/*^S, C 3 -C 8 v^D7;i/+^S> c 2 - 
C 6 7)^-)Vm. C 1 -C 6 77UP + vS, C 3 -C 8 y^D7iWWyl, C : 
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3-71-wkhi. c 2 -Cj7)iijy^)vm. c 2 -c 7 
5 7S/S> c 2 -c 7 //-7;p*;u*;^qE-f^s, c,-c 6 7;p+;px;i/*r:;i/S 

75/s. t; (c 1 -c 6 7;i/+;u) 7$ys, s> <c 1 -c,7;p*;w 7s/a 
, K>p)\,7s.;&, c 2 -c 7 (7;i/3^v^^-;i/) 7 ays, c,-c 6 (7 
75 yg, t>u<ttfcf* (0,-0,7;^;^^*-^) 7$ 
10 ySlciOBJftStiT^TfcJ;^. 

*«t^/t>L<tts*K : f*i-3wr5*saia*jRs, n^ssia, 

15 r rc 3 -c 8 vi7D7;^^;PSj £«> •>^D7'f-iK v 

^o^>r-Jk "s9W\3c±-)V, y^D^7'f-JK feJt^v^ d^^7— 
Sft<h*^tt7;i^;U«£&i*U *0#»&#Wfr0!l£LTli, 1-->?D^>7 

7x-;ua, ^>v/7^if-;i'S*4#c»s u 

20 t/iM<h LT#tf -5 H £#T'#3o 

R 6 ££fr<i>7x^S, C 3 -C 8 y^D7;^$, C , - C 8 S/? DjJKr- 

v Ci-C 6 7)\>*)Vm. C 2 -C 6 7)Wr-)im, C,-C 6 7;H3*vK, c,-c 6 

7jwvt*& c l -c 3 7^*u>v?^vS, c 2 -c 7 77^/<;i/S, c 2 
25 -c 7 7;m*">^;^-;^ c t -c 1 7)V*;<i)Vtt*s& c 2 -c 7 7jw 
y-r^75/s> c 2 -c 7 ^-7^*^*^/^^;^, c 1 -c 6 7)i*)wv* 
-;ps> t7 (c,-c 6 7;^;p) 75/s, fect^ (c 1 -c 6 7^*jw 75 

ijBeRM^^S7x-;i/S, C 3 -C,y^D7JW«, £3&tt£3R£ 
R 6 ©fi^StbTC0C 3 -C 8 v7D7;l'+;PS«. H9ERMC*5^5C 8 -C 8 v' 
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R 6 ©SMSibT© rc 3 -c 8 v-y-o7;i/*;i^*->Sj HffiEc 3 -c 8 
-> ? □ 7 )i>*)im t ->i i ft s a *#* u , ^ ©if s& nft^j <t l t 

5 >-?D7Dt?;i^*5>g, v^o^>5 1 ;^+->S, ->^o^+v;i/^-+->aftt* 
R*<Dm&MtbT<D ryv, tv--;; (c,-c 6 7;MtW x^t^-OPSj tit 

10 t^S, W, N-i;jL^)V7,)V7 7 : £-1 iV-Ifil/-JV-^fJl/7^77 

R 6 ©g&S£LT© rc 2 -C 7 (.7)ln*isjj)lifs-)i) 75 /Sj mfBE 
C 2 -C 7 7JUn + v^;P^^;i,S<h75yat^6ft^S^i*L, ^(Dnmtm 

15 &££^f3££/^T£5. 

R 6 OiIS<!:lT© rc^Cg (7;i/+;ux;p*z:;i/) 7 5 /«j t«u Rtjfec 
1 -c 6 7>/p+;P7;;i/*->'^<h75ySi*^ft-5S*^'*u, ^©^jite^^! 

R 6 oiiliU© rex <c 1 -c 6 7;u*;i/7JM^;i') 75 /&j iwi 

20 -£fc\Z&ti?fz2^<vmiC l -C 6 7)l*)l>Z)\s*=.)VmzJ:oTm&2tlfc7 

ft^Tt), R e 7 x^g, C 3 -C 8 ->^D7;i/*;^> C 3 -C 8 v7 

25 /\oy>M^ ;*;i^7>S> -KoS, bVy)ltn^^)m, C 1 -C 6 7;k+ 

-Ji/S, c 2 -c 7 7;i/*/-r;i'S> c 2 -c 7 7;i/#/<;i/75ys> 75/s&£ 
hU7;i/^-o^5 1 ;PS, c 1 -c 6 7;^«> c 1 -c 6 7;pd+vS, 7 X - 

££{3. RHz&tfZ>7 C 3 -C 8 ->^D7MJH, C 3 -C s :/?n 
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. c,-c 6 7;m^s> c,-c 6 7;m*i/S. c 1 -c 6 7^*jp^^», ( 
c ,-0,7)^)1) (c 1 -c 6 7;^;p) 75yii;iotl 

R 6 fC*3W§7x-;i/». C 3 -C 8 v^n7;^;H, C 3 -C 8 v^n7;i/^r. 

y>is?. c 1 -c 6 7;p*;^ c 1 -c 6 7;m+->s, c^-c^i^i^g 

. t/ (C,-C 6 7;WW 7S/S, fcitfv (C,-C e 7;Mr;W 75/Sli 

tt^^©B^si- w LT^g $ mt *> © t mm-c$> <o . -en^nisi dm 
g#MKtf gsn* c , - c , 7;p*;M*jta#wu ^©M^Mfcgyg^WKaf £ 

OI*^ + > >& t* © C C R 3 0 U # > H#*W*lfi±© C C R 3 lZ%g&t -5 £ t 

* H£T £ ex. & & n ttx* * * is >& e <r> c c r 3 © u a > h ©#;e<«^ © 

£S««UH*B«TSftUB£ fcoBII, $ 6 CISC C R 3*Wr* t%it Stt* 

, £fcfimj^&£#ftPttfcfi^T$££#T**. 

25 •SW®»j|K:-r*fc:H. ttAtfSJBK x>7x ISI-bPD-^ftfoRflfa ; 

©$®ajfc££ffi^TjIS©;£&l;: J; d 
30 tSCi^TtS. ttffil, BflSItt* flIAtf MJ#:7U >J >. MJ7-fe^>&£© 
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5 o omg/am 

±|Eit (I) ©Sltt75>K##©ffii^*#«yiLT, ^T©Tab lei. 

i-i. 22 i.f^*ns«etfea*^-rsfl:-&»*^fs^i:*«T#s. 

20 Tab lei. 1-1. 221 Kfc^T, r c h i r a 1 i t yj \t rfftttffifi 

j , -rttt>-5SBtt75>©s±©^^*©ie»iHB*iii*-r'&. trj 
75>©a±©^^*© ; F*<R©<e*fEe* ! bo3:t, rsj «, ^^sg^ 

^'S©|fi*tBHS$rfe^^i> r-j tt7-fe5f*:T&SA\ *3 Wi-t©fl:£4l9#Sa 
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Table 1,4 



C No Pd ' R^ (Ch2) r k m n chiralit y R 3 



"(CH 2 )^-(CH 2 )q-G-R 6 
R 5 



34 cK >-ch,- 12 0 R 



-CH 



OCH 3 



35 Ci-i >-CH 2 - 12 0 R 



O / — * 

- CH 2 - N- C-^^- OC H 3 



OCH, 



36 Ch-{^ 



ch 2 - 12 0 R 



O ,°^3 
OCH 3 



37 cKJ-ch 2 - 1 2 0 . R 



-CH 2 



? w 



, CF 3 



38 Ch-4>-CH 2 - 12 0 R 



H 



O / 

-CH 2 -I^CHf\ 



CH 3 



H \=/ 



39 ci— i >-ch 2 - 12 0 R 



-CH 2 -N-C-^^-Cl 



40 Ch-< >-CH 2 - 12 0 R 



-CHo 



OCH 3 



41 CK >-CH 2 - 12 0 R 



H 



o P 
CI 



42 Ch-( >-CH 2 - 12 0 R 



0 W CN 



H V=/ 



43 CI-<Q>-CH 2 - 1 2 0 R 



O 

H • -CHj-l+C-fVO 



H \=/ 



44 Ct-i >-CH 2 - 12 0 R 



H 



•CH 2 -N-C-^-CF 3 
F 
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Table 1.8 



Compd. R V(CH 2 ) r 
No. tir 1 



k m n chirality R 3 



"(CH 2 ) F | r (CH 2 )^G-R 6 
R 5 



78 CH\ /"CH 2 - 12 0 R 



H 



F 



79 CH\ >-CH 2 - 12 0 R 



-CH 2 -N-C-^3-CF 3 



P3C 



80 Ch-4 >-CH 2 - 12 0 R 



H 



o ^ 

F 3 C 



81 Ch A^" CH 2" 12 0 R 



H 



9 

-CH 2 -I^C--^J)-CH 



82 chh( >-ch 2 - 1 2 0 



-CH, 



r CF 3 



83 ci-< >-ch 2 - 12 0 R 



H 



-CH 2 -rshCHf N ) 



NO 2 



H \=/ 



84 a—^^-CH 2 - 



12 0 R 



H 



? 



CH 2 -^-C-^^-N0 2 



85 Cl-(v >-CH 2 - 1 2 0 



-(CH 2 ) 2 -M-C-(3 



86 Ch^Q- 



CH,- 1 2 0 



-(CH 2 ) 2 



N0 2 



87 Cl-Q>-CH 2 - 12 0S 



.CF, 



-(CH 2 ) 2 - 



H \=( 



CF, 



88 CK >-CH 2 - 12 0 S 



H 



-<CH 2 ) 2 -N-C-^3 
F 3 C 
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Table 1.9 



Compd. R V (CH } 
No. ' 



m n chirality r 3 



iCHajifCH^G-R 6 
R 5 



89 Or\ )-CHf 12 0 S 



H 



-(CH 2 ) 2 - 



90 ci-\ >-CH 2 - 12 0 S 



-(CH 2 ) 2 -N-C- w 



-c-fl 



91 ct ~i >"CH 2 - 12 0 S 



H 



-(CH 2 )j 



O , C1 



92 Cf-4>-CH 2 - 12 0 S 



0 OCH 3 



-(CH 2 ) 2 -M-C- w 



93 cK /-CH2- 12 0 S 



-(CH 2 ) 2 



OCH 3 



OCH 3 



94 ci-\ >-ch 2 - 12 0 S 



95 CM^-ch 2 - 12 0 S 



-(CH 2 ) 2 - 



O ( 



,OCH 3 



H \=( 

OCH 3 

CF, 



-(CH 2 ) 2 -N-C- w 



96 ch-4 >-CH 2 - 12 0 S 



H 



O / J 



-(CH 2 ) 2 -N-C- w 



97 ChH ^^CH 2 - 12 0 S 



H 



-(CH 2 ) 2 -jvhCH^HCl 



98 cmQ-ch 2 - 12 0 S 



-{CH 2 ) 2 -N.C-^-OCH 3 



99 CK Vch 2 - 12 0 S 



"(CH 2 ) 2 



'2)2" N"C-/~S 



H \==< 
CI 



WO 01/10439 



PCT/JP00/05260 



2 9 



Table 1.10 



R 1 

Compd. V (CH2)r fc m n chirajit R 3 
No. R 



r 

R 3 



100 Ct-<>-CH 2 - 12 0 S 



H 



101 ci-Q-ch,- 1 2 0 S 



H 



-(CH 2 )j 



102 Ch-4>-CH 2 - 12 0 S 



H 



-(CH,) 2 



9 ? w CF3 



103 cK >ch 2 - 12 0 S 



H 



104 Ct-nQ-CH 2 - 12 0 S 



H 



9 /-< CF3 

F 



105 cK >ch 2 - 12 0 S 



H 



-(CH 2 ) 2 -^CH^> 



106 Ch{ >-CH,- 12 0 S 



H 



-(CH 2 ) 2 -N-C- w 



107 ct-( >-ch 3 - 12 0 S 



H 



-(CH 2 ) 



O , CF 3 



108 0-4 Vch 2 - 12 0 S 



H 



-(CH 2 ):r^C-<P> 
0-.N 



109 CK >-CH 2 - 12 0 S 



H 



-(CH 2 ) 2 - 



C , N0 * 

-k5 



110 CI-{>-CH 2 - 12 0 S 



H 



-(CH 2 ) 2 -^c-(^J>-N0 2 
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Table 1.11 



C °No Pd ' p^ CH2) i k m n c hirality -(CH^tCH^G-R 

R 5 



;_q6 



113 ct-<\ >-ch 2 - 12 0 R 



H 



115 ct-i }-CH 2 - 12 0 R 



H 



121 Ct-i >-CH 2 - 12 0 R H 



111 Cr-{~}-CH 2 - 1 2 0 R H - ( ch 2 ) 2 -n-?-^ 

CF, 

112 Cr-<^-CH 2 - 1 2 0 R h -(CH 2 ) 2 -n-c-^> 



o 

-(CH 2 ). 



F 3 C 

Br 



114 Cr-{~VCH 2 - 1 2 0 R H ? W F 



"(CH 2 ) : 



O , CI 

-£rK=/- ci 



116 a-\ >-ch 2 - 1 2 0 R H 



OCH 3 



117 Ch-(^)-CH 2 - 1 2 0 R h ? H 0 ' 



OCH 3 
OCH 3 



0 OCH3 



118 CM^J-CH 2 - 1 2 0 R H -(CH 2 ) 2 -N-aHQ 



119 Cf-<rVcH 2 - 1 2 0 R h ? f~i 

H \=s/ 

120 CI-O-CHj- 1 2 0 R H ° S-i" 3 



OCH3 



H V=/ 



-(CH 2 )j-N-C-Q-CI 
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Table 1.12 



C °N m c Pd r> (ch =T * 



m n chirality R 3 



-(CH 2 )X( I 



122 Ci-i >-ch 2 - 12 0 R 



123 Ct-\>-CH 2 - 12 0 R 



124 CK\ />-CH,- 12 0 R 



126 Ci-O 



125 Ci-i >-CH 2 - 12 0 R 



CH 2 - 12 0 R 



127 a-{ >CH 2 - 12 0 R 



128 a-^-CH 2 - 1 2 0 R 



129 ct-{ )-CH 2 - 12 0 R 



130 ci-( >-CH 2 - 12 0 R 



131 c^O 



CH 2 - 12 0 R 



1 32 ci-^)-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



-(CHsJ^j-lCH^G-R 6 
R 5 



-(CH 2 ) 2 -N-C^Q-OCH 



"(CH 2 ) 2 - 



Cl 
CN 



■tr£o 



-(CH 2 ) 2 -N-C- w 



-(CH 2 ) 5 



O , CF 3 

-(CH 2 j 2 -N-C-Q 
F 



-(CH 2 ) 2 - 



O / 



P^3 



F 



' 0 ^ 



PCF 3 



-(CH 2 ) 2 



-(CH 2 )2-N-C-Q-F 



-(CH 2 ) 2 -N-C-^) 
0 2 N 
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Table 1.14 



k m n chirality R 3 . 



R 4 

(CH 2 ) r |-(CH 2 ^-G-R6 
R b 



144 Ci-4 i-CH 2 - 12 0 R 



145 CI— 1 >-CH a - 12 0 R 



146 cy-{ )-CH 2 - 12 0 R 



147 OhQkch 2 - 1 2 0 R 

148 Chh^-ch 2 - 12 0 R 



149 CK >-CH 2 - 12.0 R 



150 Ch\ >-CH 2 - 12 0 R 



151 a-\ )-ch 2 - 12 0 R 



152 Ch\ >-CH 2 - 12 0 R 



153 Ci 



H-^-CH 2 - 12 0 R 



154 Ch-^-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



u 

-(CH,) 2 -N-ChQ-CF 3 

o 

-(CH 2 ) 2 -N-C-Q-CH 3 

o 

-(CH 2 ) 2 - C-^^>- CH 2 C H 3 
O 

-(CH 2 ) 2 -M-C-^^-CN 



-(CH 2 ) 2 -N-C 
H 



-(CH 2 ) 2 -N-C 





"(CH 2 ) 2 - 



-(CH 2 ) 2 - 



F 

O / 



~(CH 2 ). 



~(CH 2 ) 2 



0 

•N-C-O 
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Table 1.1 6 



nl 

Compd. V(CH 2 );- k m n chirality R 3 
No. Pr 



"(CH 2 )J-( 



"(CH 2 ) r |-(CH 2 )5-G-R 6 
R 5 



166 



c, -0~ 



CH,- 



167 c\-\ /-CHj- 



168 Ch-\ >-CH ; 



169 C 



170 a-i >-ch 



171 Cl-\ >-CH 2 



172 Ct-i /-ch 2 - 



173 ct-4 /-CH 2 - 



174 CK\ )~ CH t- 



175 Ct-i. >-CH 2 - 



176 CH\JKCH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 O R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 



n , 8r 



CH 3 



CH 3 



(S) fi> W 
CH 3 



CF 3 



CH 3 F 
CH 3 
CH 3 



(S) f? • 

CH 3 

(A) P_W 
-CH-N-C-f > 
i H W 



CH 3 



Br 

CH 3 



CH 3 
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Table 1.17 



m n chirality R 3 



■(^^^(CH^G-R 6 



177 cmQ- 



CH 2 - 12 0 R 



H 



Oh 



178 O— t >CH 2 - 12 0 R 



179 chh£>-ch 2 - 12 0 R 



H 



CH 3 F 

-ChhfshC-^J^CI 
CH 3 



180 ChH^~CH 2 - 1 2 0 



181 Ci-<v >-CH 2 - 12 0 R 



CH 3 



CH 3 



182 cm^>-ch 2 - 12 0 R 



H 



CH 3 O 



CF, 



CH 3 ~ 



183 a-\ >-CH 2 - 12 0 R 



H 



CH 3 O 



Br 



' H \=/ 
CH 3 



184 Cm( >-ch 2 - 12 0 R 



H 



CH 3 O / 
CH 3 



CI 



185 chQ-Ch 2 - 12 0 R 

186 CH O^CH 2 - 12 0 R 



H 



H 



?H3 • ^ 
-CH-N-C-f VCI 

CH 3 



CH 3 O 
CH 3 




CF 3 



187 a-C >-ch 2 - 12 0 R 



H 



CH 3 O 
CH 3 
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Table 1.18 



R 1 

Compd. \. (CH2 ) k m n chirality 
No. Ft 



f? -(CH 2 fe| 7 (CH 2 )^G-R 6 
R 5 



1 88 C~(]^- CH 2- 

189 ci-hQ^cHj- 



190 ci-4 >-ch 2 



191 ch\ >-ch 2 



192 Ci-i>-CH 2 - 



193 a-\ >-ch 2 - 



194 CmQkch 2 - 



195 cK >-ch 



196 CK\ >"CH 2 - 



197 ci-4>-CH 2 - 



198 Cl-4 >-CH 2 - 



2 0 R 



2 0 R H 



2 0 R 



2 0 R 



2 0 R H 



2 0 R H 



2 0 R H 



2 0 R 



2 0 R H 



2 0 R 



2 0 R 



H 



H 



CH-N-C-^J) 



NO 2 



CH 3 



CH 2 -Tj) 



-CH-N-C-f ? 
OV<l F 



— CH-N-C-f Vet 
I H W 
CHa-fJ 

CHj-fj) 
s 



NO; 



-CH-M-C-/"^ 
CH 2 Y) 
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Table 1.19 
Cornpd. 



k m n chirality R 3 



? 4 

-(CHa^CHa^G-R 6 
R 5 



199 O-i >-CH 2 - 12 0 R 



m£^-CH 2 - 12 0 R 



200 c 



201 cK >-CH 2 - 12 O R 



202 CH^-CHr 12 0 R 



203 CHhQh 



ch 2 - 12 0 R 



204 Ci-( >-CH 2 - 12 0 R 



205 cM (^~ CH 2" 12 0 R 



206 CK >-CH 2 - 12 0 R 



207 Cl-Q-CHj- 12 0 R 



208 Ci-{ >-CH 2 - 12 0 R 



209 ci-^^-ch 2 - 12 0 R 



H 



CH 2 ^J| 

(S) i?w a 



CH- 



CI 



(S) P W 



cf. 



(S) p W"" 
CH 2 -^) F 

(S) ff /r^, 
-^H-N-C-^J^-CI 

(S) P 



NO, 



(5) 9 

-CH-N-Q 

Wp 

ia 9 

-CH-N-C- . , 

I H 9 W 

(CH 2 ) 2 -£-CH 3 
O 

O 

^ CI 

{CH 2 ) 2 -§-CH 3 
O 

o i? w a 

lCH,) 2 -§-CH 3 
O 
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Table 1.2 3 



m n chirality R 3 



210 ct-\ >-ch 2 - 12 0 R 



211 a-i >-ch 2 - 12 0 R 



212 c\-\ >-ch 2 - 12 0 R 



213 a-i )-ch 2 - 12 0 R 



H 



H. 



R 5 



-(CHaJp-j^CCH^G-R 6 



-CH-N-C-f \ 
fCX 2 ) 2 -£-CH 3 P 

o 

(CH 2 ) 2 -J-CH 3 
O 

o 



(CH 2 )j-£-CH 3 
O 



NO, 



214 ct-< >-ch 2 - 1 2 0 



-(CH 2 ) 3 -C-<(3 



215 



CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-h^^OCH 3 



216 Ch-^_>-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-/j] 



217 ci-\ >-CH 2 - 1 2 0 



218 CmQ-ch 2 - 1 2 0 



H 



"(CH 2 ) 2 



-H3 

h 3 co 



OCH, 



-(CH 2 ) 2 -C-^-CH 3 
H 3 C 



219 cK )-CH,- 1 2 0 



H 



-(CH 2 ) 2 -C-f VOCH 



220 Ci-<>-CH 2 - 1 2 0 



H 



-(CH 2 ) 2 -C-^Q>-CH3 
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4 0 



Table 1.21 



Compd. R V(CH 2 ) r 
No. R 2/ 



k m n chirality R 3 



-(CHa^CHaJq-G-R 6 
R 5 



221 Cf-Q- 



CH 2 - 1 2 0 



H 



-(CH 2 ) 2 -C-<Q> 



222 Ch-Q- 



CH 2 - 1 2 0 



H 



-(CH 2 ) 2 -C-Q-CI 



223 a-if-CH*- 1 2 0 



H -(CH 2 ) 2 -C-f VO(CH 2 ) 3 CH, 



224 ci— 4 >-ch 2 - 1 2 0 



H 



y 

-CH 2 -S-Q-CH 3 



225 cmQ»-ch 2 - 



1 2 0 



H 



-(CH 2 ) 3 -C 



226 Cf-( >-CH 2 - 1 2 0 



H 



"(CH 2 ) 3 -C- 



OCH 3 



227 ci-4}-ch 2 - 1 2 0 



H 



-(CH 2 )3- 



228 Cf-< )-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-^-^}-OCH 3 



229 Cf-Q- 



CH 5 - 1 2 0 



H 



CH 3 0 
- CH j-C - CH 2 " C" N-\~/- CHj 
CH 3 H 



230 c«-Q-CH 2 - 1 2 0 



H 



-CH^H 2 -C-£-{~)-F 



231 ci-O-CHj- 1 2 0 



H 



-(CH 2 ) 3 -C-N-^_jKC-CH 3 
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4 1 



Table 1.22 



Compd. R V(CH 2 )j 



No. R 



if - k m n chirality R 3 



-(CH 2 )J- 



1CH 2 )p-f-(CH 2 )5-G-R e 
R 5 



232 CK )-ch 2 - 1 2 0 



233 <H />-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-N-CH 2 h(^ 



234 O-i /-CH 2 - 1 2 0 



II 1N=\ 



-{CH 2 ),-C-N-^ 



235 ci-Q-CHa- 1 2 0 



H - CH 2 - CH- CH 2 - C- N- CH 2 hQ- CI 



CH 3 



236 CK >-CH 2 - 1 2 0 



H 



-CH 2 -N-S~-f? 



H O M ^3 
CH 3 



237 cK >-CH 2 - 1 2 0 



H 



- CH 2 - N- C- O CH 2 -^^ 



238 ci 



i-hQ-ch 2 - 12 0 



H 



-CH-0-C-N-(^ 
CH 3 



CI 



239 0~ CHr 1 2 0 S 



H 



-CH 2 -^C-(J 



240 




CH 2 - 



1 2 0 S 



H 



-CH 2 -N-C-{J 



241 



>-CH 2 - 



1 2 0 S 



242 ckTW 1 2 0 S 



H 



-CH.-N-C-f 7 
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Table 1.24 



Compd. R, \-(CH,) r 
No. R 2/ 1 



k m n chirality R 3 



-(CH 2 kT7( 



-D6 



"(CH 2 )p-h-(CH 2 )q-G-R 
R 5 



254 



257 



258 



259 



260 



262 



263 



CH 2 - 



0 2 N 

255 ^_ CH2 _ 



256 O z n-X >-.ch 2 - 



CH 2 - 



C0 2 CH 2 CH 3 



CH 3 




CH 2 - 



261 f 3 C-\ >"CH 2 - 



Br 



Br. 




264 °b-r 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-/"^ 



.CF-, 



H \==/ 



_CH 2 -N- C -Q 
-CH^N-C-Q 

-CH^N-C^J 
-CH2-N-C-Q 



PF 3 



-CH 



-CK 



^ CF3 
^ CF3 



-CH^C- w 



,CF a 
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Table 1.2 6 



k m n chirality R 3 — (Ch^Jp-j— 



(CH^fCH^G-R 
R 5 



276 



277 



280 



284 



286 



F -C^ CH2_ 



12 0 S 



ch 2 - 1 2 0 S 



278 h 3 co 2 c-( }-ch 2 - 12 0 S 



279 F 3 CO-Q-CH r 



F 3 cq 

Q_CH 2 - 



12 0 S 



12 0 S 



281 H0 2 C-( >-CH 2 - 12 0 S 



282 (h,C)3C-{>-ch 2 - 12 0 S 



283 



H 3 




ch 2 - 1 2 0 S 



CH 3 



O 



12 0 S 



285 (~}~ CH2 ~ 12 0 R 




CH 2 - 



12 0 R 



H 



H 



H 



H 



H 



-CH 



-CH 2 -N-C^J 



-CH 2 - 



.CF, 



-CH 2 -N-C-<Q 



-CH^hJ-C-^J 



-CH 



.CF, 



-CH 2 -N-0 



9 



-CH 2 -^-C 



P F 3 



,CF 3 
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Table 1.27 



pi 

Compd. M \-( C H 2 )r k m n chirality R 3 
No. R 



287 



ci 



CH 2 - 



1 2 0 R 



(CH 2 )pt-(CH 2 ) T G-R 



- D 6 



i? 



_ C H 2 -N-C- ^ 



288 



12 0 R 



H 



-CH 2 -N-C-(J> 



289 



290 




CI 

cn r 12 0 R 
ci 

.CH 3 



CH 2 - 



12 0 R 



P 



-CH 2 -W-C 



-CHfJJ-C-^ 



P F 3 



291 



12 0 R 



H 



-CH 2 -N-C-^J 




292 rV-ov 12 0 R 



H 



P F 3 




293 C( _T>ch 2 - 1 2 0 R 



-CH 2 -N-C-^ 



h 3 co 

294 C> CH *- 1 2 0 R 



- CH *T C ~ w 



295 



CH 2 - 



12 0 R 



-CH 2 -N-G 



296 H 'V\ ... 12 0 R 



o 



CH 2 - 



H 



297 F-0- CH * - 12 0 R 



H 



-CHrjj-c-(_) 



WO 01/10439 



PCT/J POO/05260 



4 7 



Table 1.28 



Compd. R S-(CH 2 )r 
No. Ft ' 



p k m n chirality R 3 



-06 



"(CH 2 )pt-(CH 2 )5-G-R 
R 5 



298 h 3 CO-Q-CH 2 - 12 0 R 



299 h 3 C-4 >-CH a - 



300 



303 



304 



305 



306 



308 



N0 2 



CH 2 - 



0 2 N 

3d £y CHr 



302 o 2 N-(^-CH 2 - 



{J-CH 2 - 



C0 2 CH 2 CH 3 



CH 3 



^j-CH 2 - 



307 F 9 C-C i~CH 2 - 



Br 



CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



,CF 3 



- cH *-it c -w 



-CH 2 -N-C- 



CF 3 



-CH 2 -N-C-^ 
-CH.-M-C-^) 



? 

-CH 2 -N-C 



-CH 2 -^-C-^ 



.CF 3 



,CF 3 



-CH 2 -W-C- w 



-CH 2 -NhC-^ 
-CH 2 -NhC-^J 

- ch *^ c -0 
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PCT/JPOO/05260 




WO 01/1043!) 



PCT/JPOO/05260 



4 9 



Table 1.30 



C °No Pd ' r^ (CH2) " •< m n chirality R 3 



-(CHa^CH^G-R 6 
R 5 



320 



12 0 R 



_CH r N-C-(j 



321 nc-£>-CH 2 - 12 0 R 



H 



-CH 




322 F _r>CH 2 - 1 2 0 R 



323 0~0 -0H2 " 120 R 



H 



-CHa-N-C-^J 



324 h 3 co 2 c-( ^-CHj- 12 0 R 



— CH 2 -N-C- 



.CF 3 



325 f 3 co-^~^-CH 2 - 12 0 R 



-CH 2 -N-C- 



CF 3 



F,CO 

326 Q-CHr 1 2 0 R 



327 ho 2 C-{ /-CH 2 - 12 0 R 



328 (h 3 C) 3 c-( >-ch 2 - 12 0 R 



329 



330 ci 



:h 3 
'^-ch 2 - 

CH 3 
1-Q-CH 2 - 



12 0 R 



0 3 1 



H 



H 



H 



-CH 2 -M-C-^ 



,CF 3 



-CH 2 -N-C-^ 



-CH 2 -N-C-^ 



WO 01/10439 



PCT/JPOO/05260 




WO 01/10439 
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5 1 



Table 1.32 



R 1 

Compd. r, >(CH 2 ) r k m n chiralily 
No. 1 



R 3 -(CHa^-CCH^G-R 6 



342 ct-^y~CH 2 - 0 3 1 



H 



343 ci-< )-ch 2 - 0 3 1 



H 



-CH-N-C-f? 
| H \==/ 
CH(CH 3 ) 2 



344 Ci-<( )-CH 2 - 0 3 1 



CH 2 CH(CH3) 2 



345 ohQh 



ch 2 - 0 3 1 



» -(ch 2 ) 3 -chQ 



346 ct-(>CH 2 - 0 3 1 



H 



-(CH 2 fe-C-< VOCH 3 



347 ci-( >-ch 2 - . 0 3 1 



H 



-(CH 2 ) 2 -C-^-CH 3 
H 3 C 



348 ct-^^-CH 2 - 0 3 1 



-(CH 2 ) 2 -CH( VCH3 



349 CK )-CH 2 - 0 3 1 



350 ci-i Vch 2 - 0 3 1 



H -CH 2 -|-Q^CH 3 



H -CH 2 -N-|-Q-CH 



o 

II 

b 
o 

tl 

0 



351 ct-^ycH 2 - 0 3 1 



CH 2 N-C OCH 2 



352 Cr-Q)-CH 2 - 0 3 1 



H 



-Cr+O 

CH 3 
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373 



CH 2 



374 



CH 2 



H 



0 

-(CHah-C- 



O 

-{CH 2 ) 3 -C- 



OCH 3 
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5 5 



Table 1.3-6 



Compd. ^-^-(ch^- k m n chiratity R 3 ~(CH 2 J- 
No. R - - s 



(CH 2 ) F i-(CH 2 )5-G-R 6 

a 5 



386 0~ CH2_ 2 2 0 

387 0~ CHr 2 2 0 



H 



9 



9 




388 



CH 2 - 2 2 0 



H 



389 



ch 2 - 2 2 0 



P 



-CH 2 -N-C-^^-C0 2 CH3 



390 0~ CH2 ~ 2 2 0 



391 



CH 2 - 2 2 0 



392 O -0 " 2 " 2 2 0 

393 0~CH 2 - 2 2 0 



H 



H 



H 



-CH. 



F 

PCF 3 



394 0" CHr 2 2 0 



H 



-CH 2 -N-C- 

H W 



395 



Q-CH 2 - 2 2 0 



396 0^ CHr 2 2 0 



H 



H 



~CH 2 -N-C"H^^-8r 



WO 01/10439 
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5 6 



Table 1.37 



°T pd - !!i>-( CH 2)r k m n chirality R 3 
No. Fr 



-d6 



■(CH 2 )p+-(CH 2 )5-G-R 
R 



397 Q- 



CH,- 2 2 0 



H 



9 

-CH 2 -r^C- 



398 Q-CHr- 2 2 0 



H 



-(eH 2 ) 2 -ivhc-Q> 



399 0~ CH2_ 2 2 0 



H 



-<CH 3 ) 2 -hhC-Q^ 




4 °0 0" CH2_ 2 2 0 



H 



"(CH 2 ) 2 - 



9 ^V° a 



H N=/ 



401 0~ CH2_ 2 2 0 



H 



-(CH 2 )2-N-C- 



00 2 CH 3 



402 



CHjr 2 2 0 



H 



9 



,Cf=3 



403 



CH 2 - 2 2 0 



404 Q^ CH r 2 2 0 



H 



H 



-(CH 2 ) 2 - 



-(CH 2 ) 2 -N-C- w 



F 

,OCF 3 



405 Qh-CHj- 2 2 0 

406 0~ CHr 2 2 0 



H 



H 



-(CH 2 ) 2 - 



-(CHjJjf 



407 



CH 2 - 2 2 0 



H 



-(CH 2 ) 2 -J|-C-HQ-Br 



WO 01/10439 



PCT/JP00/O5260 



Table 1.3 8 



5 7 



Compd. R \-(CH 2 ) r k m n chirality R 3 -(CH 2 kf-i 
No. R " s 



(CHa^CCH^G-R 6 
R s 



408 0~ CHr 2 2 0 



-(CHjfe-N-C-f Vf 
H 




409 



CH,- 2 2 0 



.CI 



-(CH 2 ) 2 -N-C-^-CI 



410 



411 



418 



CH 2 - 2 2 0 



CH 2 - 2 2 0 



412 0" CHr 2 2 0 

413 0~ CH2 " 2 2 0 

414 0~ CH2 " 2 2 0 

415 0" CHz " 2 2 0 

416 0~ CH2_ 2 2 0 

417 0" CH2 " 2 2 0 



CH 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



CH 2 CH(CH 3 ) 2 . 
CH 2 CH(CH3} 2 



(5) P 



N0 2 



-f-Tr°-C$ 

CH 2 CH(CH3) 2 . 



(s) 9 ^ 

-C H-N-C-^J-COaCHa 



CH 2 CH(CH3) 2 



(S) ? W 
CH 2 CH(CH3) 2 



P F 3 



O / CF3 

(S) 9 r-C 

CH 2 CH(CH3) 2 F 

PCF 3 



(5) P 



CH 2 CH(CH 3 ) 2 



(S) ? ^ 
CH 2 CH(CHa) 2 . 



Br 



(S) p w 01 

CH 2 CH(CH3) 2 
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Table 1.3 9 



5 8 



C °NT d ' R2^ (CH2) r > m n chirality 



"(CH 2 )X(CH 2 )5-G-R e 
R s 



41 



9. <Q-ch 2 - 2 2 0 



CHjCHtCHj);, 

CH 2 CH(CH3) 2 

O / Cl 
(S) {? W 

-CH-f+-C-^_J-CI 
CH2CH(C 1^3)2 

CH 2 CH(CH 3 ) 2 

(A) i? / 

CH 2 CH(CH3) 2 



420 



423 



426 



ch 2 - 2 2 0 



421 <[> 



CH 2 - 2 2 0 



422 0" CH2 ^ 2 2 0 



CH 2 - 2 2 0 



424 0~ CH 2- 2 2 0 

425 O~ 0H2 "' 2 2 0 



CH 2 - 2 2 0 



427 (3^ CHr 2 2 0 

428 0~ CHr 2 2 0. 



429 0~ CH 2- 2 2 0 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




(*> P y-{ 

| H W 
CH 2 CH(CH3) 2 



NO, 



?• y-k 



(A) 

CH 2 C H(C H3) 2 



, CF 3 



-CH- N- c_ \_/ 
CH 2 CH(CH3) 2 

1 H \=( 
CHjCHICHJj F 

CH 2 CH(CH3) 2 

CH 2 CH(CH 3 ) 2 
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5 9 



Table 1.4 0 



Compd. R V(CH 2 ) r k m n chirality R 3 
No. H 



R s 



"(CHaJp-h-lCHa^G-R 6 



430 0" CH r 2 2 0 



431 {y~ 



432 



433 



CH,- 2 2 0 



ch 2 - 2 2 0 



CH 2 - 2 2 0 



H 



H 



,C1 



CH 2 CH(CH 3 ) 2 . 

-CH-^C~^JKBr 
CH 2 CH(CH 3 ) 2 

OT 9 




CH 2 CH(CH 3 ) 2 

(ft) 9 W 

-CH-N-C-^_^-CI 
CHsCH^Hs);, 



434 Ci-4>-CH 2 - 1 3 1 



H 



435 O-C >-CH 2 - 1 3 1 



H 



-CH 2 -N-C- 
H 




436 CH Q*" CHr 1 3 1 



H 



N0 2 



-CH 



r&6 



437 Ci-{ >-CH 2 - 1 3 1 



H 



-CH 2 -N-C- 



C0 2 CH 3 



438 cmQ- 



CH 2 - 1 3 1 



-CH 2 -^C-^} 



439 cH^J-CHr 1 3 1 



440 CK VcHj- 1 3 1 



H 



H 



-CH 2 - 



,0=3 



H ^=< 



F 

PCF 3 
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Table 1.41 



^nT' r> (CH2) *~ k m n Chiralit y '* ~(CH 2 )^ 



- D 6 



(CH 2 ) r t-(CH 2 )q-G-R 



441 cKv >-CH 2 - 1 3 1 



H 



442 /-ch 2 - 1 3 1 



H 



pw ci 

_ C h 2 -n- c -hQ 



443 ci-(\ /-CH r 1 3 1 



H 



-CH 2 -M-C-^^-Br 



444 



CHH^-CH 2 - 1 3 1 



H 



-CHfN-C-fl-F 




445 CK\ >-CH 2 - 1 3 1 



H 



-CHa-t^C-^J^CI 



446 CH\ )-CH 2 - 1 3 1 



H 



447 Ch\ yCH 2 - 1 3 1 



H 



-<CH 



448 Cl-i >-CH 2 - 1 3 1 



i? 

-(CH 2 ) 2 -N-C 



449 Cl-^^-CH 2 - 1 3 1 



H 



9 



-(CH 2 )2-N-C-HQh-Ca 2 CH 3 



450 a-i >-ch 2 - 1 3 1 



-(CH 2 ) 2 - 



451 o-\ >-ch 2 - 1 3 1 



H 



~(CH 2 ) 2 - 
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Table 1.42 



pi 

Compd. » .>(CH 2 ) r k m n chiraliiy 
No. Fr 



1CH 2 )p?-(CH 2 )3-G-R 
R 5 



;-d6 



452 Ci-i )-CH 2 - 1 3 1 



H 



-(CH 2 ) 2 - 



453 O-i >-CH 2 - 1 3 1 



H 



"(CH 2 ) 2 - 



H 



454 Ch\ >-CH 2 - 1 3 1 



-(CH 2 ) 2 - 



455 O-i )-CH 2 - 1 3 1 



-(CHa)f 



I? 



456 C-^") -0 ^" 1 3 1 



-(CH 2 ) 2 -n-C-hT V-F 

H 




457 CK >-CH 2 - 1 3 1 



2 

-(CH 2 ) 2 -N-C- 



458 Ch-( )~CH 2 - 2 2 1 



u • 

-CH 2 -S{-ChQ 



459 0-<>-CH 2 - 2 2 1 



H 



•CH 2 -N-C 



,CH 3 



460 Ci-\/-CH 2 - 2 2 1 



H 



-CH 2 



CH 3 



461 C 



mQ-ch 2 - 2 



2 1 



462 ci-^-CH 2 - 2 2 1 



H 



-CH 2 - 



-CH. 



0 w : 
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Compd. R V(CH 2 )r 



k m n chirality . R 3 



463 ct-CycH 2 - 2 2 1 



464 ci-\ >-ch 2 - 2 2 1 



465 Chn£>-CH 2 - 2 2 1 



466 Ch-\}~CH 2 - 2 2 1 



467 a-\ >-CH 2 - 2 2 1 



468 ci-< ■ >-CH 2 - 2 2 1 



469 ci-< >-CH 2 - 2 2 1 



470 C*-hQ-ch 2 - 2 2 1 



471 C^O 



CH 2 - 2 2 1 



472 Ch ~^}~ CHr 



2 2 1 



473 cMkT VcHr 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



■(CH 2 fe-H(CH 2 )5-G-Tl 6 
R 5 



u 
CH 3 

O OCH 3 
- CH 2 - W- C-<^V OCH 3 



OCH3 



-CH 2 - 



9 



-CH. 



-CH 



O , N < CH 3)a 



-CH 2 -^C-^ 



OCH3 



- CH 2 - N- C0 2 C H 3 



•CHr[|C-fVc- 



-CH 2 -N-C 



O 

CCH 3 
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Table 1.4 5 



No. 9r 



o4 



m n chirality R 3 -(Ch^Jp-RcHa^G-R 6 

R s 



485 ci-\ >-ch 2 - 2 2 1 



486 ct-i }-ch 2 - 2 2 1 



487 CJ-<Q^CH 2 - 2 2 1 



488 cf-Q- 



CH,- 2 2 1 



489 ci-i >-CH 2 - 2 2 1 



490 O-C >-ch 2 -.. 2 2 1 



491 Cl-( )-CH 2 - 2 2 1 



492 CK >-CH 2 - 2 2 1 



CH,- 2 2 1 



493 cfhQf- 



494 cmQ>-CH 2 - 2 2 1 

495 CF-Q-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH a -»C-Q 



0F 3 
CN 



-CH 2 -N-C- 

H W 



O P F > 
F 3 C 

0 OCH 2 CH 3 



-CH 2 -N-C^ 
-CH 2 -N-C-/} 



,OCF 3 



-CHr-M-O- w 



o C, W CF3 
-ch 2 -n-chQ 



o , CF ' 
-ch 2 -»chQ 

F • 



CF, 



-CHj-N-C- 
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Table 1.46 



Compd. R V( CH )r 
No. Pi ' 



k m n chirality R 3 



-(CH 2 )J-( 



"(CH 2 )p-H(CH 2 )p-G-R 6 
R 5 



496 c\-^}-tH 2 - 2 2 1 



H 



-CH, 



497 ci-(~)-ch 2 - 2 2 1 



Q HO CH (CH 3 ) 2 



498 Ct-^}-CH 2 - 2 2 1 



H 



-CH 2 -£C-hQ 



499 



ch,- 2 2 1 



H 



- CH 2 - N- C-^^>- N(CH 3 ) 2 



500 O-i >-CH 2 - 2 2 1 



H 



-ch 2 -n-chQ- 



OCH, 



501 Ci-( >-CH 2 - 2 2 1 



H 



-CH 2 -N-C-<0 
Br 



,N0 2 



502 O-i >-CH 2 - 2 2 1 



H 



-CH 2 -N-C-^-F 



503 o-i >-ch 2 - 2 2 1 



-CH 2 -N-C^^-CI 



504 Ch-Q- 



ch 2 - 2 2 1 



H 



O P CH * 
-CH 2 -N-C-Q 

OCH 3 



505 Cl-^}-CH 2 - 2 2 1 



H 



O Z 10 * 
-CH 2 -N-CH^^-Br 



506 ci-0- CH 2- 2 2 1 



H 



-CH 2 -N-C-/~1 
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Table 1.47 



Compd. R S-(CH 2 ) r k m n chirality R 3 
No. Pr 



-(CH^CH^G-R 1 
R 5 



- D 6 



507 O-Q-CHa- 2 2 



508 Ci-4>-CH 2 - 2 2 1 



509 ci-\ >-CH 2 - 2 2 1 



>0 



510 CH-< >-CH 2 - 2 2 1 



511 Ci-< >~CH 2 - 2 2 1 



512 CH<>-CH 2 - 2 2 1 



513 Ci-Q-CH 2 - 2 2 1 



514 CK >-CH 2 - 2 2 1 



CH 2 - 2 2 1 



515 CI-^Qh 



516 h 2 m-Q-ch 2 - 2 2 1 




517 ry CHr 2 2 1 



H 



H 



H 



H 



H 



H 



H 



qH 3 C 
-CH^N-C-^S) 



H O" 



o 8r 

-CH 2 -^C-<jJ 



-CH 2 -N-C-<f J 

H ° A C H 3 



C(CH 3 ) 3 



CN 



Q CHCH 3 



" CH2 ^ c "w 



0 C-CH 3 



-CH 2 - N-C~/~S 



H 



-CH 2 -N-C-f >-C(CH 3 ) 3 
H 



- CH 2 - M- C~<^^- CH 2 OH 
-CH 2 -N-CH^ 
-CHa-M-C-^J 



.CF 3 
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Table 1.48 



Compd. R S-(CH 2 ) r 



k m n chirality R 3 



"(CH 2 )p|-(CH 2 )5-G-R 6 
R 5 



518 



NH 2 
CH 2 - 



526 ci 



mQk-ch 2 - 



2 2 



519 Q-c-rO- 0 **- 2 2 



520 ci-C >-CH 2 - 2 2 



521 o-C j-CHf 2 2 



522 a-i )-ch 2 - 2 2 



523 CK >-CH 2 - 2 2 



524 Ct-Q-CHr 2 2 

525 ci-^Q>-ch 2 - 2 2 



2 2 



527 CK V-CHj- 2 2 



528 CK>-CH 2 - 2 2 



H 



-CH, 



-(CH 2 ) 2 CH-<(~) 
-CH 2 CH»^} 



-(CH 2 )2 i 



H 



H 



-CHa-N-o-^J 

-CH 2 -N-C-^J 



-CH2-N- 



, CF 3 



) 2 OH^_J H W 



-CH 2 - 



H \=/ 



-CH 2 -N-C-^ 0 



P 
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PCT/JP00/05260 



C ° N ^ Pd " R2^ (CHs) r * m n chirality W ~(CH 2 )p|-(CH 2 )5-G- 
' R 5 



529 c^Q- 



CH 2 - 2 2 1 



- cH ^-fr c -Co 



530 ci~(\ >ch 2 - 2 2 1 



H 



2 

— CH 2 -f\hC 
H 




531 ci-4 >-ch 2 - 2 2 1 



H 



-CH 2 -|shC-Q 



532 CI-hQ-ch^ 2 2 1 



533 CH\ >-CH 2 - 2 2 1 



534 Ch-< >-CH 2 - 2 2 1 



535 Ch\ >-CH 2 - 2 2 1 



536 a-{ >-ch 2 - 2 2 1 



537 0-< >-CH 2 - 2 2 1 



538 CH\ )-CH 2 - 2 2 1 



539 chh( >~CH 2 - 2 2 1 



H 



H 



H 



H 



H 3 C 
f? 



h yo 

H 3 C 
H 3 C 

-CH 2 ^C~<^ S 



-CH 2 - 



H 

H 3 C-4 0 



H 3 C 



CH 3 



I? /=^C(CH 3 ) 3 
H 3 C 




-CH 2 -M-C « 
H V 

F 3 C 
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Table 1.50 



R 

Compd. V(CH 2 )j- k m n chirality R 3 
No. R 



540 Ci 



2 2 



541 Cl-i )-CH 2 - 2 2 



542 Ch-i )-CH 2 - 2 2 



543 cK >-CH 2 - 2 2 



544 ci-Qhch 2 - 2 2 

545 Ct-^}-CH r 2 2 



546 Ch-4 }-CHj- 2 2 



547 C(-0-CH 2 - 2 2 



548 ci-^}-CH 2 - 2 2 

549 Ch-(~)-CH 2 - 2 2 



550 CI-O-CHj- 2 2 



H 



H 



H 



H 



H 



H 



H 



-(CH 2 fef-( 



-Q6 



-(CH 2 )pt-(CH 2 )5-G-R 
R 



CH 3 



N0 2 



-CH 2 -N-C-0 
H 2 N 



PH2CH3 



-CH 2 -^C-^^-CH 2 CH 3 




-CH 2 -M-C- 

H \=/ 



cf • CI 

9 



-CH 



-ch 2 -^c-Qkci 



CI 
CI 



-CH 2 -N-C-f ) 



H \=< 



-CH 2 -N-0 

0 2 N 

-ch 2 -^chQ 

0 2 N CI 
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Table 1.51 



Compd. R1 >-(CH 2 )r 
No. R 2 ^ 1 



k m n chirality R 3 



-(CH 2 )p|-(CH 2 )5-G-R 6 
R 5 



551 ci-\ >-CH 2 - 2 2 1 



-CH 2 -N-C-CH 2 -^_J» 



,CH 3 



552 CI-^(^-CH 2 - 2 2 1 



H 



-CH 2 -N-C-CH 2 -^ 



553 Ct-( >-CH 2 - 2 2 1 



554 ci-^^-CH 2 - 2 2 1 



555 Ch\ >-CH 2 - 2 2 1 



H 



i? 

-CH 2 -^C-CH 2 -<^ 



.CF, 



-CH 2 -N- 
H 



CF 3 

H 

5? ,^c, 



556 Ct-i >-ch 2 - 2 2.1 



H -CH 2 - 



557 qr-Q- 



CH,- 2 2 1 



-(CH 2 ) 2 -N-C-Q 



558 ci-\)-ch 2 - 2 2 1 



ch 3 o 



559 cK >-ch 2 - 2 2 1 



560 Ch^^-CH 2 - 2 2 1 



561 ci-(v >-CH,- 2 2 1 



H 



-CH-N-O 

| H \=< 

CH 3 CF 3 
CN 



-CH-N-C- 
| H W 

CH 3 



0 



| H W 
CH 3 
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Table 1.5 2 



Compd. R '>-(C.H 2 ) r 
No. Pr ' 



k m n chiralily ft 3 



-(CH 2 )p|-(CH 2 )^G-R 6 
R 



562 CH-Q-CH 2 - 2 2 1 



563 ch\Jkch 2 - 2 2 1 



564 ohQh 



565 C 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



566 c\-^y~CHi- 2 2 1 

567 Ci-(~)-CH 2 - 2 2 1 



568 C 



569 C 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



570 CI-4>-CH 2 - 2 2 1 



571 C\-\J-0H 2 - 2 2 1 



572 C 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



O , CI 
-CH- N-C-fj 

CH 3 



O /"^ 

CH 3 F 3 C 

0 OCH 2 CH 3 

K3 



O ,°< 

-CH-I^C-Hf\ 
I H 
CH 3 

9 V< CF3 

I H \=/ 
CH 3 

0 , 0CF 3 
-CH-ttC-<? 

CH 3 

CF 3 



-CH-N-C 
I H 

CH 3 



-CH-N-C 
I H 
CH 3 



o _r 
-CH-^C-<f> 

CH 3 F 



CF 3 
CF 3 



9 w CF3 

-CH-N-C-/~V F 
I H \=/ 



CH-N-C— \ >-F 

CH(CH 3 ) 2 



CH 3 



-CH-N-C-f 
| H \= 
CH 3 



-CH-N-C-/> 
i H 
CH 3 
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Table 1.54 



Compd. R S-(CH 2 ) r k m n chirality R 3 
No. Ft . 



% 

R 5 



584 Ch-Q-CH 2 - 2 2 1 



H 



O O _ 

CH 3 



585 Cf-4>-CH 2 - 2 2 1 



H 



-CH-^C-fVcN 
| H W/ 

CH 3 



586 ci-^>-ch 2 - 2 2 1 



H 



I 

CH 3 



587 C\-\ >ch 2 - 2 2 1 



H 



-CH-^hQ-CF 3 
CH 3 



588 Ch\ Vch 2 - 2 2 1 



H 



-CH-UrC~{~ y NH 2 
CH 3 



589 Cb-Q-CH 2 - 2 2 1 



H 



-CH-^C^^C(CH 3 ) 3 
CH 3 



590 CH< >-CH 2 - 2 2 1 



H 



— CH- N* C-^^- CH(CH 3 ) 2 



CH 3 



591 CK >-CH 2 - 2 2 1 



H 



- CH- jvj- "C-^^- N(CH 3 ) 2 



CH 3 



592 Ci-< )~CH 2 - 2 2 1 



H 



-CH-^C^f~\-OCH 3 
CH 3 



593 ChnQ-CH,- 2 2 1 



594 C\-\ Vch 2 - 2 2 1 



H 



H 



•CK-I^C-/^V CH 2° H 
CH 3 

-CH-N-C-/~V 0H 
| H \=/ 

CH 3 
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Table 1.55 



CO N m o pd * r2> (CH2) ^ k m n chira,it y R3 



1CH 2 )i(CH 2 ^G-R e 
R 5 



595 c«-Q- 



CH 2 - 2 2 1 



H 



-CH-J*C^^-C0 2 CH 3 



I 

CH 3 



596 Cb-^Jh-CHz- 2 2 1 



H 



w u 

-CH-N-C-^^C-CH 3 



I 

CH 3 



597 CJ-\JHCH 2 - 2 2 1 



H 



I H 
Ob 



C-CH 3 



598 CmQ- 



CH 2 - 2 2 1 



H 



-CH-N-C-/1 
CH 3 



599 cK /Vch 2 - 2 2 1 



600 C 



CH 2 - 2 2 1 



601 O-i >-CH 2 - 2 2 1 



602 Ch-< >-CH 2 - 2 2 1 



603 CK >-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



-CH-N-C-Ol 
I H N 

CH 3 CH 3 



O 

| H O Br 
CH 3 



CH 3 



OCH 3 



0 r-( 

c-fl 



N(CH 3 ) 2 



-CH-N-C- % 
| H \=/ 

CH 3 



O 



V r< Hz 

-CH-f^C-f) 
CH 3 ' 



604 CmQkov 2 2 1 



H 



CH, H 



605 Ch-i >-ch 2 - 2 2 1 



9 



H -f»-^-O c 



CH 3 
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Table 1.56 



Compd. R V-(CH ,) r 
No. 9r 1 



k m n chirality R 3 



a)pT7( 



-(CH 2 )p-(-(CH 2 )^G-R 6 
R 5 



606 C»-4 >CH 2 - 2 2 



607 CK />- CH 2- 2 2 



608 Ci-Q>-CH 2 - 2 2 



609 Ci-\J-CH 2 - 2 2 



610 a-\ >-ch 2 - 2 2 



611 ch( >-CH 2 - 2 2 



612 a-4 > CH 2" 2 2 



613 Ci-i >-CH 2 - 2 2 



614 Ch-{~)~CH 2 - 2 2 



615 Ch-< >-CH 2 - 2 2 



616 Ch-<>-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



CH 3 



9 



CH 3 



-CH-N-O „ _ 
| H ^-S 

CH 3 

-rfr c "V ; 

CH 3 H 3 C 

-? H -^ c "Vo 

CH 3 H 3 C 



CH 3 qf=G 



CH 3 



0 C(CH 3 ) 3 



CH3 • . H3C 



CH 3 H)C 




CH 3 F 3 C 

CH 3 F 3 C CH3 
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Table 1.57 



C ° N ^ pd *. *^ CH *t k m n chirality *R 3 -(CH 2 )^f-(CH 2 )^G-R 6 



617 CM^-ch 2 - 2 2 1 h -(j:K-r^c- 

CH 3 



620 cm(>-ch 2 - 2 2 1 



622 CK >-CH 2 - 2 2 1 



623 ct-i }~ch z - 2 2 1 



626 Ch-\ >-CH 2 - 2 2 1 



_^CF 3 

CH-N- 

T H W 



618 CmQhch 2 - 2 2 1 - H "f^-Q 

CH(CH 3 ) 2 

O CN 

619 CmQ~ch 2 « 2 2 1 h 

CH(CH 3 ) 2 

Br 



o r 
I h \=/ 

CH(CH 3 )2 

CI 



621 Cr-i >-CH 2 - 2 2 1 H — Ctt-N-C 



CH{CH 3 ) 2 

O , N (CH 3 ) 2 

CH(CH 3 ) 2 

r> OCH 3 
( 

| H \=/ 
CH(CH 3 ) 2 



624 CM^y-CH 2 - 2 2 1 H — CH- N-C 



O , N °2 

c- 

CH(CH 3 ) 2 



625 cb\J-CH 2 - 2 2 1 H - CH -^~0 



I 

CH(CH 3 ) 2 
O 



-CH-N-C- , 
CH(CH 3 )2 CF 3 



OCH 2 CH 3 

627 Cl-< >-CH 2 - 2 2 1 - H -CH-1> " 



CH(CH 2 ) 2 
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Table 1.58 



7 7 



R 1 

Compd. ^ (C h 2 ) k m n chjra | ity 
No. Fr 



-(CH 2 )p?7 



,-d6 



rt7(CH 2 )5-G-R 
R 5 



628 c\-\ >-CH 2 - 2 2 1 



629 o\-i}-CH 2 - 2 2 1 



630 CK\ /-CH 2 - 2 2 1. 



631 cmQ- 



CH 2 - 2 2 1 



H 



0 , C °2 CH 3 

-CH-N-C-/? 
| H W/ 

CH(CH 3 ) 2 . 
CH(CH 3 ) 2 



-CH-N-C 
I H 
CH(CH 3 } 2 



OCF 3 



-CH-N-C-f? 
I H W 
CH(CH 3 ) 2 CF 3 



632 Ch-4 >-ch 2 - 2 2 1 



633 CmQ-ch 2 - 2 2 1 



634 Ch-< yCH 2 - 2 2 1 



635 XK Vch 2 - 2 2 1 



636 Ch-{~)-CH 2 - 2 2 1 



637 CK >"CH 2 - 2 2 1 



H 



H 



H 



H 




I H 

CH(CH 3 ) 2 CF 3 

O , CF ' 
-CH-N-C-f> 

CH(CH 3 ) 2 F 

0 , CF > 

CH(CH 3 ) 2 

. "9 # CH(CH 3 ) 2 



CH 3 



| H \=/ 
CH(CH 3 ) 2 



"ft 0 " w 

CH(CH 3 ) 2 



-CH- 
I 

CH(CH 3 ) 2 



0 F> 

sK5 



638 Ci-( >ch 2 - 2 2 1 



-CH-N-C-/~~VcN 



I 

CH(CH 3 ) 2 
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Table 1.5 9 



c °NT d ' R^ (CH2)r k m n chiralit y *r 3 



-(CHgjicH^G-R 6 
R 5 



639 C^Q- 

640 ChQh 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



641 ch\>-ch 2 - 2 2 1 



642 CK>-CH 2 - 2 2 1 



643 CH-4>-CH 2 - 2 2 1 



644 cM^~^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



-CH-N-C^Q-N(CH 3 ) 2 
CH(CH 3 ) 2 

- C H- N- C^^y~ OCH 3 
CH(CH 3 ) 2 

-CH-fvJ-CH^^KC0 2 CH 3 
CH(CH 3 ) 2 

O 0 
CH(CH 3 ) 2 

-ch-n-c-hQ-cf 3 

CH(CH 3 ) 2 
O 

-CH-N-C-H^-C(CH 3 ) 3 
CH(CH 3 ) 2 



645 CH\ >-CH 2 - 2 2 1 



646 Ch-\ >-CH 2 - 2 2 1 



647 CK >-CH 2 - 2 2 1 



648 CH-Qhch 2 - 2 2 1 



649 Cm£ >ch 2 - .221 



H 



H 



H 



H 



-ch-n-c-hQknh 2 

CH(CH 3 ) 2 

— CH-N- C-^^- CH 2 OH 
CH(CH 3 ) 2 

O O 

- C H- J| C-H^^- C * CH 3 

CH(CH 3 ) 2 

-CH-N-C-Q-CH{CH 3 ) 2 
CH(CH 3 ) 2 

C^H- N- CH^^-OCH(CH 3 ) 2 
CH(CH 3 ) 2 
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Table 1.60 



pi 

Compd. _V(CH 2 ) r k m n chjra , ity * R3 
No. Ft 



"(CH 2 )X( 



_d6 



650 Ch-QhCH 2 - 2 2 



651 ci-i >-ch 2 - 2 2 



652 CK >~CH 2 - 2 2 



653 ci-( >-ch 2 - 2 2 



654 Ch-4 >~CH 2 - 2 2 



655 Ch-\ ycH 2 - 2 2 



656 Ch-^^-CH 2 - 2 2 



657 Ci-< )-CH 2 - 2 2 



658 o-h^-ch 2 - 2 2 

659 Ch-^}-CH 2 - 2 2 



660 CI-Qhch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



"(CH 2 )p^(CH 2 ^G-R 
R 



CH(CH 3 b 



-o 



us 



CHCH 3 



CH(CH,) 2 



9 



CH(CH 3 ) 2 



■ (jiH- N- C-^J>-0(CH 2 ) 4 CH 3 
CH(CH3) 2 



o pa* 

CH(CH 3 )2 



CH(CH 3 ) 2 

9 



CH(CH 3 ) 2 



CH(CH 3 ) 2 




-CH-N-C-4 ... 
CH(CR,) 2 



-(^H-N-O 
CH(CH 3 ) 2 



N0 2 



CH(CH 3 ) 2 
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Table 1.61 



Compd. R V (CH v 
No. Pr 1 



ip k m n chirality R 3 



-(CH 2 fc|-( 



-d6 



-(CH 2 ) r t 7 (CH 2 )^G-R 
R 



661 Cf-^Q^CH 2 - 2 2 1 



662 a-i hcH 2 - 2 2 1 



663 CK\ >--CH 2 - 2 2 1 



664 o-\ >-ch 2 - 2 2 1 



665 Ci-Q-CH 2 - 2 2 1 



666 Ci-<>-CH 2 - 2 2 1 



667 ch-4 >CH 2 - 2 2 1 



668 CK Vch 2 - 2 2 1 



669 C 1 -^)^ 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



CH(CH 3 ) 2 OCH 3 



9 




CH(CH 3 ) 2 

— <j:h-n-c— ^ 

CH(CH 3 ) 2 

9 9Hi 



CH 3 




H-N-C-f ?• 



NO 2 



T H 
CH(CH 3 ) 2 

9 

CH(CH 3 )2 




CH(CH3) 2 



CH 3 




-CH-N-C- 
I H 
CH(CH 3 ) 2 



CH, 



CH(CH 3 ) 2 CH 3 



670 CK ^CH 2 - 2 2 1 



H 



CH(CH 3 ) 2 



671 ct-l Vch,- 2 2 1 



CH(CH 3 ) 2 2 
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Table 1.62 



Compd. R V(CH 2 )- k m n chirality R 3 ~(CH 2 )^-\ 
No. R " " - K 



- D 6 



(CH 2 )pt~(CH 2 )q-G-R 
R 5 



672 Ch-Q-CH 2 - 2 2 



673 cK >CH 2 - 2 2 



674 ci-i >-ch 2 - 2 2 



675 Ch-4 >-ch 2 - 2 2 



676 Ci-i )-ch z - 2 2 



677 ci-\ }-ch 2 - 2 2 



678 Ci-i >-CH 2 - 2 2 



679 Ch-0-CH 2 - 2 2 



CH 2 - 2 2 



680 Ch-^jH 



681 CI-Q-CHj- 2 2 

682 Ch-{~}-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 

-C- 
CH(CH 3 ) 2 H 



-<j;h+-N-c-<r} 



C(CH 3 ) 2 



T H 
CH(CH 3 ) 2 

-CH-N-C-^1 
T H S^CH 3 
C(CH 3 ) 2 

CH(CH 3 ) 2 H 

CH(CH 3 ) 2 CH 3 



-CH-N-C- 

T h or 1 

CH(CH 3 ) 2 



CH(CH 3 ) 2 



-rtrk*- Br 

CH(CH 3 ) 2 

CH(CH 3 ) 2 3 



CH(CH 3 ) 2 



°^C(CH 3 ) 3 
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Table 1.6 3 



C nT' h> (CH ^ k m n chirality * "(CH^ 



683 Cf-<\ >-CH 2 - 2 2 1 



684 Ch-i >ch 2 - 2 2 1 



685 CK >-CH 2 - 2 2 1 



686 Cr-^^-CH 2 - 2 2 1 



687 Ci-< v i-CH 2 - 2 2 1 



688 Or\ >-CH 2 - 2 2 1 



689 ch-4. >-CH 2 - 2 2 1 



690 Cf-^^-CH 2 - 2 2 1 



691 ChH( >-CH 2 - 2 2 1 



692 0-4 )-CH 2 - 2 2 1 



693 Ch\ >-CH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(CHaJg-KfCHaJ^G-R 6 
R 5 



CH(CH 3 ) 2 



SCH 3 



CH(CH 3 ) 2 f CH3 
O 

-CH-N-CH^^ 



CH 2 CH(CH 3 ) 2 

-o 



p 

-CH-N-C 



-CH-N-cnf> 



-CH- 



-CH-N- 
_H-N- 



o .« 

tK5 



Br 



0 ,HCH 3 ) 2 
-CH-N-C-^J> 



0 PCH, 

K5 



0 PS 

-CH-N-C- 



3 CF 3 



c 
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Table 1.6 4 

CC T Pd ' o2^ {CH2) r k m n chirality R=> -(C^kf-fCH^G-R 6 

NO. R p5 

0 OCH 2 CH 3 



694 Ci-\ >-CH 2 - 2 2 1 - H 



0 .COjCHs 

695 Ci-; >-CH 2 - 2 2 1 H -CH-N-C-Q 



696 CK\ >-C H 2- 2 2 1 



701 O-C >-CH 2 - 2 2 1 - H 



702 Cl-( )-CH 2 - 2 2 1 - H 



k3 



o ; 3CF 3 

-CH-N-C- 



o 

697 c.-Qkch 2 - 2 2 1 H -ch-^chQ-cn 



698 o-Q-ch 2 - 2 2 1 - H -c^hQhn<ch 3 ) 2 



699 CH-^J-CHr 2 2 1 H -o**c-<^J-och 3 

700 O-hQ^CH,- 2 2 1- H -CH-N-C-Q-CO^H, 



p p 

-CH-N-CH^HCFa 



7 03 CH^}-CH 2 - 2 2 1 - H -Ch^C-^-CH(CH 3 ) 2 

0 

704 ck^QhCH 2 - 2 2 1 H -ch^c-Qhno, 
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Table 1.68 



pi 

Compd. n ^(cH 2 ) r k m n chirality R 3 
No. 



"(CH 2 )p^-(CH 2 )^G-R 6 



738 a-i >-ch 2 - 2 2 



739 ci-< >~CH 2 - 2 2 



ch,- 2 2 



740 Ct^}- 



741 a-C )-CH 2 - 2 2 



742 CK )-CH 2 - 2 2 



743 ct-<>-CH 2 - 2 2 



744 a-i )-CH 2 - 2 2 



745 Ct-i>-CH 2 - 2 2 



CH 2 - 2 2 



746 o-Q- 



747 Ct-C >-CH 2 - 2 2 



748 cm(~)-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



i? /^ CH = 



NH 



9 /^ NO * 

\X H 3 C 
-CH-N-C-4 I 



-CH-N- 



? 

— CH-N-C- 




Hj 



if 



' _/ CH3 

<5 



P /0v C(CH 3 ) 3 
-CH-N-C-^J 



P ^ CH 3 
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Table 1.69 



R 1 

Compd. n V(CH 2 )- k m n chirality R 3 
No. R 2 



"(CH 2 )p|-(CH 2 )5-G-R 
R 



-Q6 



749 Ct-\ >~CH 2 - 2 2 



750 CMQ- 



CH 2 - 2 2 



751 CK )-CH 2 - 2 2 



752 Ct-( i-CHj- 2 2 



753 Ci-< )-ch 2 - 2 2 



754 Cf-{3~ CH2 " 2 2 



755 ct-i )-ch 2 - 2 2 



756 Ci-\ )-CH 2 - 2 2 



757 Ch-( )-CH 2 - 2 2 



758 Ct-C )-CH 2 - 2 2 



759 Ch-( )-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




V/ H 3 C 
CH 2 OH 

CH 2 OH CF 3 
CH 2 OH 



CH 2 OH 



CH 2 OH 

CH 2 OH 

9 / OCH 2 CH 3 



CH 2 OH 

O .C0 2 CH 3 

k3 



CH 2 OH 
CH 2 OH 
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Table 1.70 



Compd. RV(CH 2 ) r k m n chirality 
No. Pr 



R 3 



~(CH 2 )p|-(CH 2 )5-G-R 6 
R 5 



760 cmQ-CH 2 - 2 2 1 



761 Ci-4 /)-CH 2 - 2 2 1 



762 CK >-CH 2 - 2 2 1 



763 C!-<\ >-ch 2 - 2 2 1 



764 ch-Qhch 2 - 2 2 1 



765 Ch-4 >CH 2 - 2 2 1 



766 Ci-{~)-CH 2 - 2 2 1 



767 a-i >-CH 2 - 2 2 1 



768 Cl-Q-CH 2 - 2 2 1 



769 CK )-CH 2 - 2 2 1 



770 CH^)-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



-fH-N-C-nQ 
CH 2 OH F 



F 

" < f H "!t c ~w~ F 

CH 2 OH 
-<fH-N-C-(_) 



CH 2 OH 



CH 2 OH 

-?-^r c -0 

CH 3 

9 H 3 i? w CHj 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 

CH 3 V 
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Table 1.72 



Compd. r V (C h 2) k m n chira | ity R 3 
No. 



~(CH 2 )p?-(CH 2 )5-G-R 6 



782 Ci-\ >-ch 2 - 2 2 1 



783 cmQv-ch 2 - 2 2 1 



784 Ci-\ }-CH 2 - 2 2 1' 



785 cmQ-CHz- 2 2 1 



786 ci-<v >-CH 2 - 2 2 1 



787 chhQh-ch 2 - 2 2 1 



788 CH-( >-CH 2 - 2 2 1 



H 



H 



CH 3 



PC H a 



9* j? W° CH2CH3 

CH 3 

-^-N-C-CH 2 - 
CH 3 

- f -N-c-Q 

CH 3 0CH 3 



P 



H 2 C— CH 2 



H 2 C CH 2 



.CF, 



789 cv^y 



ch 2 - 2 2 1 



790 Ch-4 }-CH 2 - 2 2 1 



791 CK > CH 2- 2 2 1 



792 CI-hQ)-CH 2 - 2 2 1 



— C — H- 
A H 
H2C— CHj 



CH 3 



PI 



7Vh 

H 2 C— CH 2 
H 2 C CH2 
H 2 C— CH 2 
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Table 1.7 3 



Compd. R ^V(CH 2 )r k m n chirality R 3 
No. R 



1CH 2 )i(CH 2 )5-G-R 6 
R 



793 O-C )-ch 2 - 2 2 1 



794 ch\ }-CH 2 - 2 2 1 



795 ct-i >-CH 2 - 2 2 1 



796 Q-C >-CH 2 - 2 2 1 



797 o-( )-ch 2 - 2 2 1 



798 ci-0- c, V 2 2 1 



799 o-O -0 "* - 2 2 1 



800 a-{j-CH r 2 2 1 



801 Ch-O-C"*" 2 2 1 



802 a-\J-CH 2 - 2 2 1 



803 d-Q-CHi- 2 2 1 



H 



H 



' H 2 C— CH 2 

7\-S- ? -0 C 

H 2 C— CH 2 F 
H 2 C— CH 2 



P 



H 2 C CH 2 



SCH 3 



A H " ^C(CH 3 ) 3 
H 2 C CH 2 



7Vf 

HzC— CH 2 



H 2 C CH 2 

5? /=< N02 ' 

7v^ c -0- cl 

H 2 C CH 2 
HoC— CH 2 H 

?,-<° ch = 

H 2 C CH 2 



H 2 C— CH 2 



pCH 2 CH 3 
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Table 1.7 4 



Compd. R V(CH 2 ) r k m n chirality R 3 
No. Pr 



-(CH 2 )i(CH 2 )5-G-R e 
R 5 



m(~)-ch 2 - 2 2 1 



804 c 



805 Ci-i >-CHa- 2 2 1 



806 Cf-< >-CH 2 - 2 2 1 



807 Ci-Q-CH 2 - 2 2 1 



808 c\-i >-CH 2 - 2 2 1 



809 ct-^~)-CH 2 - 2 2 1 



810 C\-i >-CH 2 - 2 2 1 



811 Ci-i >-CH 2 - 2 2 1 



H 



H 



H 



H 



9 ? 

H 2 C CH2 



OCH3 



H 2 C— CH 2 OCH 3 



H 2 C CH 2 



Br 



O H 
n 



CH3 



(CH^-f-NHa 
O 

9 

-CH-N-C- 
I H 

o 



(CH 2 ) r C-NH 2 
O 



o 
tt 

-CH-N-C- 



CH 3 




CH-N-( 

T H ^ 

o 

(CH 2 ) r C-NH 2 

o 



812 Ch-< >-CH 2 - 2 2 1 



813 CH< >-CH 2 - 2 2 1 



814 CK< )-CH 2 - 2 2 1 



(CH 2 )r9-NH a SCH3 
o 

(CH 2 ) 2 -<J-NH 2 
O 



O 



OCF 3 
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Table 1.75 



Compd. R V(CH 2 ) r k m n chirality R 3 -(CH 2 )J-(CH 2 )^G-F 
No. H p5 

_ ^ — — 

815 C^Okch 2 - 2 2 1 H Tff CH Q 

o 



816 



817 Ch-\ Jhch 2 - 2 2 1 



820 ci-\ >-CH 2 - 2 2 1 



821 Ci-\ >-CH 2 - 2 2 1 



822 CK >-CH 2 - 2 2 1 



_ 9 ^ 

Ct-0-CH 2 - 2 2 1 - H 



o 

-CH-N-C- 

o 

818 ChO" CH 2" 2 2 1 - H f^H 0 

o 

9 yCF3 

819 CmQ^CH 2 - 2 2 1 ~ H TIT 



(CH^rC-NHj CF 3 
O 

(CH 2 ) 2 -5-NH 2 
CH20CH3 

S> S V SCH 3 

ch 2 och 3 

n H 



823 C.hQk-CH 2 - 2 2 1 H -<j)H-^C^jQ 

"" oc 

9 



824 CK >-CH 2 - 2 2 1 - H -(JH-M-C 



CH 2 OCH 3 




CH 2 OCH 3 



825 ci-(~}-CH 2 - 2 2 1 - H fMt " ^^'W 

CH2 OCHs (J" J 
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Table 1.7 6 



Compd. R V {CH2 v_ k m n chjra | ity R3 
No. Fr 



-(CH 2 J-( 



-d6 



1CH 2 )p-h-(CH 2 )q-G-R 
R 5 



826 ci-4 >-CH 2 - 2 2 



827 C»-4>-CH a - 2 2 



828 ct-£)-CH 2 - 2 2 



829 Ct-C )-CH 2 - 2 2 



830 ct-i >-ch 2 - 2 2 



831 ci 



832 . Ci 



833 ci 



ch 2 - 2 2 



ch 2 - 2 2 



CH 2 - 2 2 



834 o-(~)-CH 2 - 2 2 



835 CMk }-CH 2 - 2 2 



836 Ch-Q^-CHj- 2 2 



H 



H 



H 



H 



H 



H 



CH 2 OCH 3 . J 

I H VS 

CH 2 OCH 3 

-fH-»-C^_> 
CH 2 OCH 3 



CH 2 OCH 3 : F 



-CH-J^C-^Q-F 
CH 2 OCH 3 



CH 2 OCH 3 



-fH-N-C-Q 



CH 2 OCH 3 

CH 2 OCH 3 

CH 2 OCH 3 



-CH-^C-Q 
CH 2 OCH 3 

9 /-< CH3 
-ch-^chQ 

CH 2 OCH 3 
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Table 1.77 



R 1 

Compd. \_ (CH2) _ k m p chira | ity - R3 
No. Pr 



"(CH 2 )pf-(CH 2 )5 G-R 
R 



-d6 



837 Ci-\>-CH 2 - 2 2 1 



838 cK\ >-CH 2 - 2 2 1 



839 Ct-( >-CH 2 - 2 2 1 



CH 2 OCH 3 

<p OCH 2 CH 3 

CH 2 OCH 3 

CH 2 OCH 3 OCH 3 



840 Cl-( >-CH 2 - 2 2 1 



H -(CH 2 ) 3 -CH0 



841 ci-i >-CH 2 - 2 2 1 



H 



p 

-(CH 2 ) 2 -C 



842 a-\ >-CH 2 - 2 2 1 



9 /-v 

H -(CH 2 ) 2 -C-Qh-CI 



843 ci-(~)"~ch 2 - 2 2 1 



H 



-(CH 2 ) 2 



--0 

H 3 C 



CH 3 



844 Ci-Qhch z - 2 2 1 



H 



-(CH 2 ) 2 -C-^ VCH 3 



845. Ch-()-CH 2 - 2 2 1 



H -(CH 2 ) 2 -C-^-|-CH. 



846 Cl-( )-CH 2 - 2 2 1 



o 

H -(CH 2 )2-C-^-0-^J> 



847 Cl-0- CH a- 2 2 1 



H 



-(CH 2 ) 2 -C-( V0CH 3 
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Table 1.78 



pi 

Compd. ^^>-(CH 2 )j- k m n chirality 



R 3 



-(CH 2 )p?-(CH 2 )q-G-R 6 



848 ct-n(]}-CH 2 - 2 2 1 

849 ci-hQ>-ch 2 - 2 2 1 



850 Cl-( )-CH 2 - 2 2 1 



H 



H 



r«<>< 



-(CH,) 2 -C : VCH 3 
H 3 C 

O / OCH 3 
-(CH 2 ) 2 -C-^ 

H 3 CO 
O 



H -CH 2 -S-Q-CH 3 



851 ci-{3 H ' CH2 " 2 2 1 



o 

-CH 2 -N-C-NhQ 



852 ct-4>- CH 2- 2 2 1 



H 



-CH 2 -l^C-^^-f>- 



H H 



853 ci-O- 0H 2- 2 2 1 



H 



-CH 2 - 



854 chnQK 



CH 2 - 2 2 1 



H 



o _/ CH3 



-CH 2 -j|C-J|-^J> 



855 Ch( >-CH 2 - 2 2 1 



H 



-CH 2 -N-C-N-(J-CH3 



856 Cl-^_y- 



CH 2 - 2 2 1 



857 Cl-( )-CH 2 - 2 2 1 



H 



H 



-CH. 



C-CH 3 



OCH 3 



858 CK Vch 2 - 2 2 1 



H 
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Table 1.8 2 



PCT/JP00/052f><> 



10 1 



Compd. R S_(CH 2 ) r k m n chirality R 3 -(CH. 2 )pT-i 
No. R r '° 



-06 



(CHaJpT-tCH^G-R 
R 



892 



893 



894 



896 



897 



899 



901 



902 



H3CO 



CH 2 - 



HO CH 3 
H 3 C-^~CH 2 - 
CH 3 



2 2 1 



2 2 1 



2 2 1 



895 {^-(CH 2 ) 2 - 2 2 1 



CN 



CH 2 - 



HQ 2 C 



CH 2 - 



2 2 1 



2 2 1 



898 H0 2 C-\ )-CH 2 - 2 2 1 



0CH3 



CH 2 - 



2 2 1 



900 h,co 2 c-4>-ch 2 - 2 2 1 



9 



2 2 1 



CH- 



0 2 N 



0 2 N 




CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 



-CH 



O 



O f 

O / 

-CH 2 -N-C-Q 



, CF 3 



o , c 

-CH 2 -N-C^Q 

o , c 
o , c 

-CH 2 -^C-Q 



CF 3 



CF 3 



CF 3 



CF 3 



9 F> 



-CH 2 - 



o F> 
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1 0 2 



c °No pd ' r^" (CH2) *~ k m n chirali{ y r 3 



:-d6 



"(CH 2 )pt-(CH 2 )q-G-R 
R 



903 



904 



905 



907 



908 



909 



911 



912 



913 



H,CG 



HQ 




/-CH 2 - 2 2 1 
OCH 3 



CH, 



2 2 1 



CH,- 2 2 1 



906 ^y~(CH 2 h- 2 2 1 



^Jkch(ch 2 ) 2 - 



H >=v 2 2 1 

CH 2 - 



0{fK>^- 2 2 



CI, 



910 cmQ-ch 2 2 2 1 



CH 2 - 



2 2 1 



Br, 



Br 




ch 2 - 2 2 1 



ch 2 - 2 2 1 



H 



H 



H 



H 



H 



-CH 2 -^ChQ 



-CH 2 



O / 

o / 

-CH 2 -N-C-0 
O / 



CF, 



CF 3 



_CH 2 -N-C-(3 

O / 
-CH 2 -N-C-Q 



P F 3 



-CH 2 - 



o F 
-ch 2 -^chQ 



O , CF 3 



-CH^N-C-^ 



0 

■c-ri 



-ch 2 -m-c- w 
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Table 1.84 



C To Pd ' ^ (C H 2)r 



k m n chirality R 3 "(C^JJ-fCH^G-R 



:-q6 



914 ^-ch^-^-ch,- 2 2 1 



915 



917 



920 



921 



922 



923 



924 



OH 
i 

CHCH, 



2 2 1 



916 ■ Y> 



CH,- 2 2 1 



/-CH 2 - 2 2 .1 



918 HjCOjC-ov-^^-ov 2 2 1 



919 H 3 G-< >-CH 2 - 2 2 1 



PCF 3 



CH 2 - 



2 2 1 



2 2 1 



[>-CH 2 - 2 2 1 



2 2 1 



CH- 



P ■ 
Q-CH 2 - 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



O , CF 3 
O , CF ' 

-ch 2 -^chQ 

O F> 
_CH 2 -M-C-Q 

O / 

-ch 2 -^chQ 

o / 
-CH 2 -N-C^Q 

O / 
-CH^C^Q 



P F 3 



CF 3 



CF 3 



- CH2 -^ C_ w 



o / 

-CH 2 -N-C-<^> 



CF 3 



-CH 2 -N-C 



CFn 



.CF 3 
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Table 1.8 5 



C No Pd ' r2>~ (CH2) '~ k m n Chiralit y 



R 3 



-(CHafef-i 



(CH^G-R 6 



925 h 2 n-c-TVch 2 - 2 2 1 



H 



926 £)-cHr-C)-<»2- 2 2 1 



F,cq 

927 ^ CH , 2 2 1 



-CHa-N-C 



928 F,COhQ-ch 2 - 2 2 1 

929 h 3 CS-^~^-ch 2 - 2 2 1 



930 



.CH, 



CH 2 - 



2 2 1 



H 



-CH^C-Q 



-CH2-N-C- 



P F 3 



931 



934 



CH 2 - 



2 2 1 



N0 2 

932 CM K_ CH2 - 2 2 1 



933 r^v-irt- 2 2 1 



KJ- 



(J-ch 2 - 



2 2 1 



H 



9 _/ CF3 



.CF, 



935 




CH 2 - 



2 2 1 



.CF, 
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Table 1.8 6 



Compd. R "S-( C H 2 )(- k m n chirality R 3 
No. R 



-(CH 2 )i(CH 2 )q-G-R 
R 5 



-d6 



936 



940 



.N0 2 
CH 2 - 



2 2 1 



937 (h 3 c) 2 n-^-ch 2 - 2 2 1 



938 ckT>-ch 2 - 2 2 1 



° 2 V. 

ch O" CH2 " 



939 -. 7=\ ~. . 2 2 1 



CH 2 - 



945 CmQ^-CH 2 - 



2 2 1 



941 -b-CH, ^ 2 1 



942 ci-Q-ch 2 - 2 2 1 



943 Cf-<>-CH 2 - 14 0 



944 C |_^~^-cH 2 - 1 4 0 



1 4 0 



946 a-C )-CH 2 - 1 4 0 



H 



H 



H 



H 



— CHj-N-G 



.CF 3 



P p 3 



9 ^-< CF3 

I H W 
CH(CH 3 ) 2 CF 3 



-CH 2 -^C-^J> 
-(CH 2 ) 2 -N-C-^-N0 2 
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10 6 



Table 1.87 



c °™ pd - R 2 y< CH 2)r 



No. R z 



k m n chirality R 3 



R 4 

-(CH 2 )p-|-(CH 2 )q-G-R 6 



R 3 



947 CmQ>-CH 2 - 1 4 0 



H 



-(CH 2 ) 2 -H-C~( V0CH 3 



948 c; 



H 



-(CH 2 ) 3 - 



949 Cf-i >-ch 2 - 1 4 0 



{? 



-(CH 2 ) 3 -C-N-CH 2 hQ> 



950 CM^-CH 2 - 0 4 1 



-CH, 



951 ci-( )~CH 2 - 12 0 R 



-CHj-N-C-^JHO-C- CH 3 



952 ci-( }-ch 2 - 12 0 R 



9 



-CHj-N-C-^^-NJCHafe 



953 Ch-^^-CH 2 - 1 2 0 R H -(CHjJg-M-OH^^-NCCHj), 



954 ci-iycH 2 - 12 0 R 



H3C-NH 



955 ci-4 )-CH 2 - 12 0 R 



956 Ci-Q-CH 2 - 12 0 R 



-(CH 2 ) 2 - 



H 3 C"NH 



HO 



957 ci-<>-CH 2 - 12 0 R 



-CHy-N-C 



OH 
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Table 1.88 



Compd. R V (CH v 
No. R 2/ ' 



k m n chirality R 3 



-p6 



1CH 2 )p-|-(CH 2 J5<3-R 
R 5 



958 cmQ>-ch 2 - 

959 ci-£}-CH a - 

960 ChHQKCH 2 - 

961 ci-^^CH 2 - 



962 Ci-4 ^-CH 2 - 



963 ct-\ J^CH 2 - 



964 cHk >-ch 2 



965 CI— ^ >-CH 2 



966 Ch-< >-CB 



967 Ct-<(^>-CH 2 - 



968 Ci-^^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



? 

-(CHj)a-M-O 



-CH2-^C-^^N-C-CH 3 



O 

-(CH 2 )2-M-C- 



N-C- CH 3 
H 



9 



-CH2-N-C-^-N-CH 3 
-(CH 2 )r-N-C-^-N-CH 3 

-(CHjJ^N-CthQk-OH 
-OH?- N-C-^^>- C0 2 CH 3 
-(CH 2 )2- NJ-C-H^^- OD 2 CH 3 



-CHa-N-C-<^^-C-CH3 
-(CH 2 ) 2 -NK-C-h^-C-CH 3 




-CHy-N-C-^J-NH 
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Table 1.89 



C °NT d ' R^ (CH2) r * m n chirality 



1CH 2 ^(CH 2 )fG-R 6 
R 5 



969 Cf-<\ hen 



970 ci-\ >-ch 2 - 



971 Cfr-^~~^-CH 2 -- 



972 Ci-i >-CH 



973 Ch\ >-ch 2 - 



974 Ci-^^-CH 2 - 



975 Ch-\ >-CH 2 - 



976 ci-< >CH 



977 c^{> 



978 cmQ)-ch 2 - 



979 a~C >-CH,- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



P ,N(CH 3 ) 2 

-ch^chQ 



-(CH 2 ) 2 - 



N(CH 3 ) 2 



-CH 2 -N-C 



-(CH 2 )2-N-C- 



O ,NH 2 



NH 2 



? 



CH2-N-G-^y-NH 2 



9 



-(CH 2 )z-M-C-^-NH 2 



-(CHaJj-M-C-Q 
P 

-CHj-N-C-^y-NH 



9 -V^N 



-(CH 2 )2-N-C-f VNH 
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Table 1.90 



pi 

Compd. V(CH 2 ) r k m n chirality R 3 
No. Pr 



-(CH 2 ) r t-(CH 2 )5-G-R e 
R 5 



980 ct-^~y~CH 2 - 12 0 R 



981 a-{y- 



986 



987 



CH,- 12 0 R 



982 a-\>-CH 2 - 12 0 R 



983 ci-^j)- ch 2- 12 0 R 



984 Ct-\ )-CH 2 - 12 0 R 



985 ci-4>-CH 2 - 12 0 R 



Q-CH-CH 2 - 

0 



12 0 R 



2 2 1 



988 Ct-<Qh-CH 2 - 1 4 0 



989 Ct-Q^-CH 2 - 1 4 0 

990 ChH^-CH 2 - 1 4 0 



H 



H 



H 



9 

0 HN-C-CH 3 



HN-OCHj 



(HjCfeN 

-(CH 2 ) 2 -N-C-^> 
(HjCfeN 



-CHy-N-C-^^-CHzOH 
-(CHaJs-N-C-i^^-CHaOH 

-CH 2 -N-C-^ 
-CH 2 -N-C-Q 



.CF 3 



.CF, 



-CHr-N-C-O-CHj-^y 
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Table 1.91 



Compd. R S-(CH 2 )r 
No. Ft ' 



k m n chirality R 3 ~(CH 2 )^-(CH 2 )^G-R 



991 ct-\J-CH 2 - 1 4 0 



-(CH 2 ) 2 -C-hQ> 



992 a-Q-CHj- 1 4 



H 



OCH3 



-(CH 2 ) 2 -C-H^ /HOCH3 



993 o-\_>-CH 2 - 1 4 0 



9 , CH * 

-(CH 2 )a-C-<rj 
H 3 C 



994 Chi )-CH 2 - 1 4 0 



9 >=\ 



995 cmQ-ch 2 - 



1 4 0 



H -(CH 2 )3-C-^^-OCH 3 



'996 Ch-\ Vch 2 - 1 4 0 



? 

-(CH 2 )3-C- 



PH 3 



997 Ch-<J-CH r 2 2 1 



,-(])-ch 2 - 2 2 1 



998 c: 



999 O-i >-CH 2 - 2 2 1 



1000 <>hQ>-ch 2 - 2 2 1 



1001 Cl-i >-CH 2 - 2 2 1 



H 



H 



H 



H 



CH 2 CH(CH 3 ) 2 



9 /- 



.CF 3 



-CH-N-C- 
CH 2 CH(CHj) 2 



CH 2 CH(CHj) 2 



CH 2 CH(CH3)2 



OCH3 



CH 2 CH(CHj) 2 



pCH 2 CH 3 
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Table 1.92 



Compd. R V(CH 2 )- k m n chirality R 3 
No. R 



(CH 2 )p^-(CH 2 )^G-R 6 
R 5 



1002 CI-Q-C H 2- 2 2 1 



1003 ci-( /hCH 2 - 2 2 1 



1 004 ci 



CH,- 2 2 1 



1005 ci-^Q^Ch 2 - 2 2 



1006 Ci-< )-ch 2 - 2 2 1 



1007 ct-H(~}-CH 2 - 2 2 1 



1008 Ci-( >-CH 2 - 2 2 1 



1009 Ct-< )-CH 2 - 2 2 1 



1010 Ci-Q-CHj- 2 2 1 



1011 CK >"CH 2 - 2 2 1 



1012 CI-Q-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



2 

CH 2 CKCH3)2 



PCF 3 



il /K 



CH 2 CH(CHj) 2 



O P CH * 
CH 2 CKCH 3 )2 OCH 3 

O / 0CH 3 

CH 2 CH(CB,) 2 °CH 3 



PCH2CH3 
OCH 2 CH 3 



CH 2 C H(C H 3 ) 2 

O /OCH2CH3 
-CH-J^C-<^\- OC H 2 CH 3 
CH 2 CKCH 3 ) 2 OCH2CH 3 

(CH 2 ) r fi-NH 2 
O 



(CHjJjHJ-NH* 
O 



OCHjCHa 



O 
O 



CH2CH 3 



OCH, 



(CHj)r^-NH, OCH 3 
O 
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Table 1.93 



C0 Z Pd ' R^ 0 ^ k m " Chira ' ity 



-(CH 2 )^(CH 2 ^G-R 6 
R 5 



1013 Ch-Q^CH 2 - 2 2 1 - h 



1014 CK >CH 2 - 2 2 1 



1015 C 



CH 2 - 2 2 1 



O / OCH 3 

(CH^-N^ OCH 3 
O 

0 OC^C^ 

o 

p / OCH 2 CH 3 

OCH 2 CH 3 



O 



1016 Ci-{VcH r 2 2 0 



^ 3 



1017 cKv >-CH2- 2 2 0 



H 



-CH^N-ChQ 



1018 CI-< )-CH 2 - 2 2 1 



H 



OCH 2 CH 3 



-CH^j^C-^^-OCHjCHj 



1019 cK )-CH 2 - 2 2 1 



. ^ OCH2CH3 

-CH 2 -N-C-^3~OCH 2 CH 3 
OCH 2 CH3 



1020 ci-{ v-chj- 2 2 1 



H 



OCH2CH3 



-CH 2 - N-C-^^-OCH 



1021 CK >-CH,- 2 2 1 



1022 CmQhch 2 - 2 2 1 

1023 Cm(^-ch 2 - 2 2 1 



H 



H 



H 



-CH 2 -N-C^0 
F 3 CCH 2 0 

n P CH 3 

CH 3 OCH3 
CH 2 CH3 



CH 3 
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Table 1.94 



1 1 3 



Compel * V (C h 2) k m n chira | ity - R3 
No. Pr 



iCH 2 ^(CH 2 )^G-R 6 



R~ 



1024 Ch\>-CH 2 - 2 2 1 



1025 Ch-Q- 



CH 2 - 2 2 1 



1026 ci-hQ^ch 2 - 2 2 1 



1027 CI 



CH 2 - 2 2 1 



1028 Ch-^~)-CH 2 - 2 2 1 



1 029 ci 



CH 2 - 2 2 1 



1030 ci-^)hch 2 - 2 2 1 

1031 chQ-ch 2 - 2 2 1 



1032 cmQ>-ch 2 - 2 2 1 



1 033 ci 



1034 Ci 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



OCH, 



"(j:H-^C-H^y-OCH 
CH 3 OCH 3 



- (j: H- jsH C-^J^- OC H 2 C H 



OCH 2 CH 3 



CH 3 



(S) 9 / OCH 2 CH 3 



CH 3 OCH 2 CH 3 
(S) 9 OCH 2 CH 3 
- ^ H- r^CH^J- OC H 3 
CH 3 

CH 3 OCH 2 CF 3 

( s) 9 ,008^83 

C8 3 - 

( 5) 9 ^ OCF3 

C8 3 

-fH-fj-C-Q 
CH 3 

C8 3 OC8 3 



w 9 



CH 2 CH 3 



CH 3 



C-f VOCH 3 



-CH-N-O _ , 
I H W( 
CH 3 OCH3 



WO 01/10439 



PCT/JPOO/05260 



1 1 4 



Table 1.95 



Compd. R />-(CH 2 ) r k m n chirality R 3 
No. Pr 



-d6 



-(CH 2 ) F f-(CH 2 )5-G-R 
R 



1035 ci-Q-ch 2 - 2 2 1 



1036 Or-i }-CH 2 - 2 2 1 



1037 . Ci-( >-ch 2 - 2 2 1 



1038 Ci-\>-CH 2 - 2 2 1 



1039 Ct-O-CHa- 2 2 1 



1040 Ch-{ )-CH 2 - 2 2 1 



1041 Ct-i>-CH 2 - 2 2 1 



1042 O-C >-CH 2 - 2 2 1 



1043 C\-^y~CH 2 - 2 2 1 



1044 Cf-i >-CH 2 - 2 2 1 



1045 o-^)-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CH-N-C-( VOCH 2 CH 3 
CH 3 



pCH 2 CH 3 



f OCH 2 CH 3 



-CI^C--^V0CH 2 CH 3 
CH 3 OCH 2 CH 3 
OCH 2 CH 3 



.-CH-j^C-^J^-OCH 3 
CH 3 



(A) 



CH 2 CF 3 



CH 3 OCH 2 CF 3 



-CH-W-C-^^ 



OCH 2 CH 3 



CH 3 



OCF 3 



CH 3 



n P CH 3 

CH 3 

-CH 2 -N-C-^J 
H 2 N 

- CH ^ C -yj 

H 2 N 



-CH 2 -N-C- 




H 2 N 



^ C H 2 -n- C -0 
H 2 N 



CH 3 



0CH a 
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Table 1.96 



Compd. R V(CH 2 )- k m n chirality 
No. R 



1CH 2 ) r h-(CH 2 ) r G-R 6 
R 



1046 ci 



-o- 



CH 2 - 2 2 



1047 Ch-^~^-CH 2 - 2 2 



1048 cr-\_yCH 2 -. 2 2 



1049 Cm(^CH 2 - 2 2 



1050 Ch-\ >CH 2 - 2 2 



1051 C 



CH 2 - 2 2 



1052 chQ-CH 2 - 2 2 



1 053 C! 



1 054 c ^y- 



CH 2 - 2 2 



ch 2 - 2 2 



1055 cmQ-ch 2 - 2 2 

1056 . cmQ-ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



-CH 2 -^C-/^ 



CI 



H )=={ 
H 2 N CI 

PH 3 



H )==( 
H 2 N CH 3 



OCH 3 



-CH 2 -j^C-^VOCH 3 
H 2 N OCH 3 



H )=< 
H 2 N Br 



(5) 9 



0CH3 



^0 

CH 2 CH(CH 3 ) 2 OCH3 
(S) 9 / CH 2 CH 3 

^H-r^c-Q 

CH 2 CH(CH3) 2 

OCH 3 



-^H-J|C--<^ = ^OCH 3 
CH 2 CH(CH3) 2 OCH 3 

-^H-^C-^J-OCH 2 CH ; 




OCH 2 CH 3 



K-r^C-^VoCH 2 CH 3 



(s) 9 

-ChhN- 
T H 

CH 2 CH(CH3) 2 OCH 2 CH 3 

_ ^{t c ~w" 0CH3 

CH 2 CH(CH3) 2 

( s) 9 f^ p > 

CH 2 CH(CH;j) 2 OCH 2 CF 3 
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Table 1.97 



Compd. R S-(CH 2 )r k m n chirality R 3 
No. Pr 



1057 Ct-i )-ch 2 - 2 2 1 



1058 ci-{3" CH2 " 2 2 1 



1059 a-C )~C H 2- 2 2 1 



1060 Ct-<>-CH 2 - 2 2 1 



1061 CM^-CHj- 2 2 1 



1062 ct-{>-CH 2 - 2 2 1 



1063 Ct-\>- CH 2- 2 2 1 



1064 Ch-0-CH 2 - 2 2 1 



1065 a-i)- CH 2- 2 2 1 



1066 Ch-{^}-CH 2 - 2 2 1 



1067 CI-0- CH *" 2 2 1 



H 



H 



H 



"(CH 2 )p?-(CH 2 )q-G-R 6 
R 5 



(fl> 0 , 0C H 2 CH 3 
-CH-N-C-^^ 

CH 2 CH(CH3) 2 

_ OCH 3 

CH 2 CH(CH 3 ) 2 

r. P CF 3 

(S> A Vi 

CH 2 CH(CH3) 2 



H -CH-N-O 



(H) 9 PCH 2 CH 3 
-CH-N-C-^^~OCH 3 
CH 2 CH(CH3) 2 

i H W 
CH 2 CH(CH3) 2 OCH 2 CF 3 

{S ) 9 PCH 2 CH 3 

CH 2 CH(CH3) 2 

^ P° H 3 

CH 2 CH(CH 3 ) 2 

n P CF 3 

CH 2 CH(CH3) 2 



n P CH 3 

I H M 
CH 2 CH(CH 3 ) 2 OCH3 

CH 2 CH(CH 3 ) 2 

-CH-NhC-f V0CH 3 
I H W 
CH 2 CH(CH3) 2 OCH 3 
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Table 1.98 



RV 



Compd. M \. (CH ) r k m n chirality ' R 3 -(CH 2 )j-\-(CH 2 fcG-R 
No. R 



1068 ci-Q-ch 2 - 2 2 



1069 ci-( >-ch 2 - 2 2 



1070 ci-\_>-ch 2 - 2 2 



1071 ci-( >-ch 2 - 2 2 



1072 Ci-(>-CH 2 - 2 2 



1 073 c\-^y~CH 2 - 2 2 



1074 c^O- CH 2 _ 2 2 



1075 c^i>- CH 2- 2 2 



1 076 ci 



2 2 



1077 Cl-(~)-- CH 2- 2 2 



1078 Ci-0- CH 2- 2 2 



H 



H 



H 



H 



4- 

R 



-□6 



OCH 2 CH 3 



-CH-NJ-C-h^ = J-OCH 2 CH 3 
CH 2 CH{CHj) 2 

-C H-r>J-C-<Q^-OC H 2 C H 3 
CH 2 CH(CH 3 ) 2 OCH 2 CH 3 



-CH-N-0-< T| 



CHjOCHj- 



9 C £ 



QF 3 



-CH-N- 
I H 



CHjOCH^ 



CH 3 



NO, 



CH 2 OCH 2 -^^ 



-CH-N-C 
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Table 1.9 9 



Compd. R ^(CH 2 ) r k m n chirality " R 3 ~(CH 2 )^f-(CH2)q-G-R 6 



No. R 



1079 O-O-CHr 2 2 1 



1080 



Ch-Q-CH 2 - 2 2 



1081 Ci 



CH 2 - 2 2 1 



1082 ci-\}-ch 2 -' 2 2 1 



1 083 ci 



1084 Ci-4 >-CH 2 - 



CH 2 - 2 2 1 



12 0 R 



1085 ci 



ch 2 - 12 0 R 



1086 Ch-i /-CHj- 



12 0 R 



H 



H 



H 



H 



H 



H 



CH 3 



-CH-N- 

OCHjCHj 



-CH-N- 
I H 



CH 2 OCH 



OCM 3 



OCH 3 



-Ch+-N-C-/^-OCH 3 



CH 3 



I* P 

-ch-n-c- 

I H 

CH3 



,-0 



-CH 2 -N-C-f > 



H )= / 
H 2 N 



-CH 2 -|vhC-0> 
H 2 N 

-CH 2 -^LQ 
H 2 N 



NO 2 



1087 Cl 



i-Q-CH 2 - 



12 0 R 



H 



- cH2 -^-<P0 



1088 CK /" CH 2- 



O 

1 2 0 R H ~CH 2 -N-C-<Qp 



1089 CI-<\ >"CH 2 



120 R 



H 
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Table 1.100 



Compd. R V (CH ) 
No. Pr ' 



R 



k m n chirality R J -(CHs^-HCh^G-R 6 



1090 Ch-^j^CH 2 " 

1091 ChH^^-CH 2 - 



1092 CY-\ >~CH 2 



1093 Ch-^~)-CH 2 - 

1094 Ch-^jKCH 2 - 



1095 a-\ >-ch 2 - 



1096 Ch-4 >-CH 2 - 



1097 CK />"CH 2 - 



1 098 CI-^^-CH 2 



1099 Ci-\ )-CH 



1 1 00 CI ~^3~ CH 2* 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



~ ch *-it ch C5 



OCH 2 CH 3 



-CH 2 CH 2 -f^C-f^ 
H 2 N 



2 0 R H -CH 2 CH 2 



,N0 2 



H )=/ 
H 2 N 



CH 2 CH 2 



H 2 N 



9 



-CH 2 CH 2 -N-C-^5 > 



-CH 2 CH 2 -N-C-/pQf 



-CH^z-N- 



0 och 2 chj 



-CH 2 - ^ C " H ( === /~ C H 3 
~CH 2 -N-C-(J^F 



9 



.CI 



-CH 2 -N-C-^J-F 



WO 01/10439 



Table 1.101 



PCT/J POO/05260 



1 2 0 



Compd. R '>-(CH2)r k m n chirality ' R 3 -(CH 2 )pf-(CH 2 )q-G-R 6 
No. R R 



1101 ci-\/-chj- 



1108 



1109 



1110 



1111 



12 0 R 



12 0 R 



1103 h,C-0- ch *- 120 R 



110 4 h 3 c-0- CH2 " 12 0 R 



1105 Hj« 



1106 H 3 C~V /-CHjr 



CHz- 1 2 0 R 



ch 2 - 12 0 R 



1107 h 3 c-Q- ch 2 - 12 0 R 



;h 3 

-CH 2 - 

CHj 
CH 3 

CH 3 
PH 3 

CH 3 
fH 3 

CH, 



H 



H 



H 



H 



H 



H 



H 



12 0 R 



12 0 R 



12 0 R 



12 0 R H 



9 /-f " 

-CH 2 -j^C-^J--CH3 



CH 3 
N0 2 

Br 



-CH 



-CH 2 -^C-t5-F 
-CH 2 -M-C-^-CH 3 

9 r-< CH3 
-ch 2 -n-c-^Qh-no 2 

-CH 2 -N-C-^J^CH 3 

-<= H !-ff c -(_r F 
MI 

-CH 2 -N-C-^J-F 
-CH 2 -N-C-^ = J> : -CH 3 
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Table 1.102 



Compd. R V(CH 2 ) r k m n chirality R 3 -(CH 2 )pf-. 
No. R p-,s 



R 5 



1112 



1117 



1120 



1121 



CH, 

CHn 



CH 2 - 12 0 R 



1113 cK y°"2- 2 2 1 



1114 CK )-CH r 2 2 1 



1115 Ch-^(~)~CH 2 - 2 2 1 



1116 ci-( Vch 2 - 2 2 1 



CH 2 - 2 2 1 



1118 <>-£<>ch 2 - 



12 0 R 



1119 h 3 CS-{~}-CH 2 - 12 0 R 



H 3 CO 

Q-CHr 12 0 R 



0CH3 

H 3 Q 

0 2 N-^^-CH r 



12 0 R 



1122 (K»ChCH-Q-CHr 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



- CH 2 - N- C-^J~ N0 2 
^CH 2 -j^CH^jH-CH 3 



9 



ci 



-CH 2 -N-0<' VF 



-CH 2 -j^C-^^-CH 3 
-CH 2 -j|C-H^Jh-- N0 2 



PF 3 



CF 3 



-CH2-N-O 



~CH 2 -N-C 



CH(CH 3 ) 2 
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1 2 2 



Table 1.103 



Compd. R V(CH 2 ) r 
No. pr ' 



k m n chirality R 3 



-(CH 2 )p|-( 



-□6 



-(CH 2 )p-f-(CH 2 )q-G-R 
R 5 




1123 f~\_f CH2 ~ 1 2 0 R H 
8f 



-CH 



1124 



0 2 



f>CH 2 - 12 0 R 



-CH 2 -N-C-< > 



.CF 3 



H \==/ 



1125 Ch-i >-ch 2 - 2 2 1 



1126 chhQk 



ch 2 - 2 2 1 



1127 a-\J-CH 2 - 2 2 1 



1128 a~^y~cn 2 - 2 2 1 



1129 ci-h(>-ch 2 - 2 2 1 



1130 C(-\ /-ch 2 - 2 2 1 



H 



H 



H 



no 2 



-CH-N-C— ^J^-Br 



CHzOCH; 



CF, 



CHjOCH 2 -^ 



CMjOCHjhQ 



1131 O-i jHCH 2 - 2 2 1 



1132 Ct-i >-CH 2 - 2 2 1 



H 3 cq 

1133 h,cc-{>CH 2 - 1 2 0 R 



H 



H 



— CH-N-C 

| H \=/ 



CH 



f 0CH 2"O 



-CH-f^ 
I H 



-CH. 
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Table 1.104 



Compd. R V(CH 2 ) r 
No. Pr ' 



k m n chirality R 3 



-(CH 2 )J-( 



-d6 



"(CH 2 )p-H(CH 2 )5-G-R 
R 5 



1134 



1135 



1136 



1137 



1138 



1140 



1141 



1142 



1143 



1144 



HjCO 
H,CO 

OH^>-CH 2 - 
N0 2 

D^-CH 2 - 
H 3 CO 



r 




CH 2 - 



Br 



1 1 39 QmcHzJz- 



0 2 N 




CH 2 - 



CH 2 - 



Hjcq 



H 3 CO 



pHCH 2 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



P F 3 



-CH 



.CF 3 



CF 3 



P p 3 



-CH 2 -N-C- 



P F 3 



9 



-CHz-N-O 



PF 3 



-CH 2 -N-C- 

H W 



-CH 2 -N-C-^J 



-CH 2 -N-C- 

H w 



.CF 3 



-CH 2 -N-C-if N ) 



P F 3 
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Table 1.105 



Compd. R V(CH 2 ) r 
No. R 2 ^ 1 



k m n chirality 



-(CH 2 



-06 



"(CH 2 ) r H(CH 2 )5-G-R 
R 



H 3 CO^ 
1145 H 3 CO-{[VcH 2 - 
N0 2 



12 0 R 



1146 (3-o*>nCjHCHr- 12 0 R 



1147 H,C-C-NHQ-CH r 12 0 R 



1148 b 



1149 



1150 



1151 



1152 



1153 



1154 



1155 



CH 2 - 



CH 3 



CH 3 



CH 3 

CH 3 

PH 3 
^H 2 - 

CH 3 

PH 3 
^-CH 2 - 

CH 3 
PH 3 

CH 3 
CH 3 



CH 3 
CH 3 



CH 2 - 



12 0 R 



CH 2 - 12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



H 



H 



9 

-CH 2 -N-C- 



-CH 2 -N-C-H^ 
-CH 2 -N-C-^ 



.CF 3 



OCH 2 CH 3 



9 



CH2C H3 



9 M CF ' 

-CH 2 -N-C-CH 2 -^ 



-CH 2 -M-D 



H 



-CH 2 -rj-c-4 0 



H 

F 3 C 
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Table 1.106 



Compd. R V.( CH2 ) r k m n chirality 
No. 



-(CH 2 )p|-(CH 2 )5-G-R 
R 5 



-q6 



CH 3 



1156 &./f- c "r 

CH 3 
CH 3 

1157 *Q^ CH *- 

CH 3 
CH 3 

1158 Z 

CH 3 
CH 3 

1159 |£>" CH2 " 

CH 3 
CH 3 

1160 ^y°^- 

CH 3 

.OH 

1161 



H 3 CO-(\ />-CH 2 - 



1 1 62 H 3 Ci 




,CH 3 



H 3 C 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0. R 



9 O^C(CH 3 ) 3 



CH 2 - 1 2 0 R 




1163 „ 3CC ^y cHr 1 2 0 R 



H 



H 



H 



-CH 2 -N-C^U 



0 S^ SCH 3 



-CH 2 -N-C^J) 

H 2 N CI 

-CH 2 -j^C-f)-OCH 3 
H 2 N OCH 3 

H 2 N Br 

iff' 



9 

-CH 2 -N-C- 



-CH 2 -N-C- 



1164 



h 3 cohQ- 



CH 2 - 



12 0 R 



H 



_ CH2 _^ C _Q 



1165 



2 1 2 0 R 



-CH 2 -N-C^J 



1166 



H 3 CO-^^-CH 2 - 



1. 2 0 R 



H 
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Table 1.107 



Compd. 
No. 


p>(CH 2 ) r 


k m 


n 


chirality 


R 3 


~(CH 2 ) ? f-(CH 2 )5-G-R 
Fr 


1167 


chhQ>-ch 2 - 


2 2 


1 


_ 


H 


H \==/ 


1168 


£ VcH 2 - 


1 2 


0 


R 


H 




1169 




1 2 


0 


R 


H 




1170 


N 


1 2 


0 


R 


H 


-CHj-N-C-f ) 


1171 


CH-Q-CH 2 - 


1 2 


0 


R 


H 


-CH 2 -N-C— ^J)-Br 


1172 


CI-Q-CH 2 - 


1 2 


0 


R 


H 


- c n c -vu 

H 


1173 


CM^-CH 2 - 


1 2 


0 


R 


H 


u 
n 


1174 


cmQ>-ch 2 - 


1 2 


0 


r" 


H 


H 2 N 


1175 


H 3 C-^^-CH,- 


1 2 


0 


R 


H 


ff /H! CH3 


1176 


H 3 C-(~)-CH 2 - 


1 2 


0 


R 


H 


- CHz -[T^-C0 OH 

H 


1177 


H 3 C-Q-CH 2 - 


1 2 


0 


r 


H 


? _^rv OCH3 
- CH2 -Jt c -VU 

H 
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Table 1.108 



Compd. R V ( CH 2 ) r k m n chirality R 3 -(CHs^tCH^G-R 6 
No. ftr R 5 



1178 h 3 o^}~ ch *" 12 0 R H -ch 2 -n-o 



CH 3 
CH 3 



CH 3 
CH 3 



CH 3 



CH 3 



1188 Ch( )-CH 2 - 2 2 1 



" P 
H 2 N 



1179 h 3 c-< >-CH 2 - 12 0 R H ~ CH 2"[t c "^ 

H 2 N 



1180 h 3 C^Qhch 2 - 1 2 0 R h " CH ^ft C "CO 

H 

F^ 3 CH 3 

1181 t^ C "r 1 2 0 R H -CH^N-C-^Br 



1182 ^- CH ^ 1 2 0 • R H -^-{t-^-CO^ 0 ' 



1183 0~CH 2 - 12 0 R H - CH r^-rQf 



H 

tr 

H 



1184 ^~ CH 2- 1 2 0 R H -ch 2 -n-c-^ 

CH 3 H 2 N 

1185 p^ CH *- 1 2 0 R H -CHz-n-c-^ 

CH 3 HaN 

1186 ^-CH 2 - 12 0 R H - CH ^^~CO 



- O 
1187 CH^-CH 2 - 2 2 1 H _ CH2 _^2_^_ 



CH 3 
Br 



f/YV° H 

H - CH 'T C -VU 



WO 01/10439 
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WO 01/10439 



PCT/JP00/05260 



1 2 9 



Table 1.110 



Compd. R S-(CH 2 ) r 
No. Pr 1 



k m n chirality R 3 



z)pT7( 



-d6 



"(CH 2 )pi-(CH 2 )q-G-R 
R 5 



1200 



1201 



1202 



CH 3 

CH 2 - 
CH 3 
?H 3 
CH 2 - 

CH 3 
CH 3 

CH 3 



UH 3 

CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



1203 h 3 C-h( Vch 2 - 12 0 R 



1204 h 3 c-0-ch 2 - 12 0 R 



1205 H 3 c-\|>-CH r 12 0 R 



1206 h 3 c-h(>-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



-CH 2 -N-C-^ 
CI 

-CH 2 -N-C-^-F 



~ CH2_ tt c "0 



-CH 2 - 



.0CF 3 



-CH 2 -N-C-f J 



P F 3 



H >=/ 
F 3 C 



-CH 2 -N-C-^ 
-CH 2 -N-C-^J 



1207 h 3 C-0- ch 2" 1 2 0 R 



12 0 R 



1 208 h 3 c-<Q>-CH 2 - 



-CH 2 - 



H >=/ 
F 



-■CH 2 -N-C-^J 



1209 h 3 c-0~ ch 2" 12 0 R 



1210 H 3 C-i)- CH 2- 1 2 0 R 



H 



H 



-CH 2 - 



-CHt-H-C-Q 
CI 
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Table 1.111 



Compd. R S_(CH 2 )j- k m n chirality R 3 
No. 



~(CH 2 )X( 



"(CH 2 )p-f-(CH 2 )5-G-R 6 
R 5 



121 1 



h ' c ~0" 



CH 2 - 12 0 R 



-CH,-N- c-f Vf 



H \=/ 



1212 HjC-i^-CHr 12 0 R 



1213 Ch-i >-CH 2 - 2 2 1 



1214 ci-<\ >-CH»- 2 2 1 



1215 Ci-< >-CH 2 - 2 2 1 



1216 Ci-<Q>-CH r 2 2 1 



1217 Ci-( >-CH 2 - 12 0 R 



1218 CH-i >-CH 2 - 12 0 R 



H 



H 



H 



H 



ff 



-CHo-Nf-C 
~ H 




-CH 2 -N-C-^0 
F 3 C 



P F 3 



.CF, 



-CH 



F 



9 

-CH 2 "N-C- 



c: 



-CH 2 -f^C-Hf > 



£ F 3 



H )=/ 
CI 



9 / CH 3 



H >=/ 
F 



1219 chhQ~ch 2 - 12 0 R 



1220 CK )-CH 2 - 12 0 R 



1221 CK >-CH 2 - 12 0 R 



H 



H 



9 



-CH 2 - 



-CH.-NFC- ^ 
HoN 



-CH 2 -[vhC-H^-F 

HnN 
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Table 1.112 



Compd. R S-(CH 2 ) f 
No. FT ' 



k m n chirality R 3 



-(CH 2 fe|-(- 



-d6 



"(CH 2 )p+-(CH 2 )q-G-R 
R 



1222 Ci-(]}-CH 2 - 12 O R 



H 



9 ^/ CH 3 

-CH 2 -N-C-fJ 



1223 Cf-4 Vch 2 - 12 0 R H 



1 224 c 



i-Q-CH 2 - 



12 0 R 



1225 h,<K }-CH 2 - 12 0 R 



1226 H 3 C-\)-CH 2 - 12 0 R 



1227 h 3 c-h( Vch 2 - 1 2 0 R 



1228 h 3 c-4 Vch 2 - 12 0 R 



1229 H,C-Q-CH 2 - 1 2 0 

1230 H 3 C-^-CH 2 - 1 2 0 



1231 h 3 c-(3~ch 2 - 12 0 R 



1232 H 3 C-( Vch 2 - 12 0 R 



H 



H 



R H 



H 



-CH. 



*0 



-CH 2 -N-c-f y 



N0 2 



H )=/ 
HO 



-CH 2 - 



, CF 3 



h y=/ 
ci 



-CH 2 -N-C-^ 
F 

-CHi-N-C-Q-CI 

-CH 2 -N-C-^ 
H 2 N 

-CH 2 -N-C-^-F 
H 2 N 

-CH 2 -N-C-Hf J 
H 



-CH 



4-6 



-CH 2 -W-C-( x ) 



,N0 2 



H )=/ 
HO 
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Table 1.1 1 3 



Compd. 
No. 



^(CH 2 ) r 



k m n chirality R 3 



R 



-(C^^CCH^G-R 6 



1233 



1234 



1235 



1236 



1237 



1238 



1239 



1240 



CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 

>-CH 2 - 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

CH 3 

CH 3 
PH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1241 a-\ }-CH 2 - 2 2 1 



1242 Ch-{ )-CH 2 - 2 2 1 



H 



H 



P F 3 



ci 



n CH 3 



' CH 3 



-CHf-N-C— ^J^-CI 



9 



-CH 2 -N-0 

h >=/ 

H 2 N 




rs 



-CH 2 -N-C-/ J-F 



H 




H 2 N 



H 



-CH 2 -N-C- 



-CH 2 -NhO 




HO 



-CH 2 ~f|C-H0 
CI 



N0 2 



CF 3 



CH 3 



h y=s 

F 



1243 CK >-CHr 2 2 1 



CH 3 



-CH 2 -^C-<( >-CI 
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Table 1.114 



Compd. 



k m n chirality R 3 



-(CH 2 J-( 



-D6 



-(CH 2 )jrt7(CH 2 )q-G-R 
R 5 



1244 c 



»_Q-CH 2 - 



2 2 1 



1245 Ch\ >-ch 2 - 2 2 1 



1246 Ct-0-CH 2 - 2 2 1 



1247 cK >-CH 2 - 2 2 1 



1248 Ch-< >-CH 2 - 2 2 1 



1249 CH-<>-CH 2 - 12 0 R 



1250 h 3 C-0-ch 2 - 12 0 R 



H 



H 



H 



9 



-CH 2 -M-C- 

2 H W 




H 2 N 



9 



H 




-CH 2 



H 2 N 



h (vr^ 

H 



_ CH _^ CH rj> 



9 >o 



-CH 2 -M-C-Hf > 



NO 2 



H )=/ 
HO 



,N0 2 

„- ^ 

NO 2 

H W 



-CH 2 ~N-C-Hf~A-C1 



1251 



;h 3 



-ch 2 - 12 0 R 



CH 3 



1252 ch^]}-ch 2 - 1 2 0 



H 



H 



-CH 2 -N-C-^J-CI 



9 



CH 2 -W-C-^-CH(CH 3 ) 2 



1253 H 3 C-Q-CH 2 - 1 2 0 R H -CH 2 -(^C-^-CH(CH 3 ) 2 



1254 



:h 3 



-CH 2 - 12 0 R 



CH 3 



9 



H -CH 2 -N-C-^^-CH(CH 3 ) 2 
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Table 1.115 



Compd. Rl "V(CH 2 )i 
No. Pr ' 



ij — k m n chirality R 3 



iCH 2 ) ? |-(CH 2 )5-G-R 6 
R 



1257 



1258 



1259 



1255 CM^>-ch 2 - 12 0 R 



1256 HjC-hQh-cHj- 12 0 R 



CH 3 
CH 3 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 3 



CH 2 - 12 0 R 



CH 3 



1260 H 3 (H- >-CH 2 - 12 0 R 



H 



.CHr-N-o^0 



.Br 



H 2 N 



.Br 



_ c „ 2 ^ c _0 

H 2 N 

_ CHr -N-c-^) 
H 2 N 

H 2 N 



-CHj-N-C-f y 



,OCH 2 CH 3 



H >=/ 



1261 o-^^-ch 2 - 12 0 R 



1262 h 3 c-h( )-CH r 12 0 R 



1263 



^H 3 
CH 3 



12 0 R 



.1264 chhQ-cHj- 12 0 R 
1265 H 3 c-^-CH 2 - 12 0 R 



H 



H 



9 /^ C ( CH 3)3 



-CH 2 -N-C^ Q 



-CH 2 - 



H 3 C 



H 3 C 



9 ^(CHah 
H 3 C 



-CH 2 -N-C-4 I 




HsC 
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Table 1.116 



Compd. R V (C H 2 ) r 
No. R 2/ 



k m n chirality R 3 



-(CH 2 )pf-(CH 2 )5-G-R 
R 5 



-d6 



H 3 



1266 



1 267 C! 




CH 3 



12 0 R 



ch 2 - 12 0 R 



-CH 2 -M-C-& • 




-CH 2 -K-C 



9 s^^ OCf 3 



1268 ch<>-ch 2 - 1 2 0 R 



1269 a-C >-ch 2 - 12 0 R 



1270 ci-0- CH 2- 12 0 R 



1271 C 



ch 2 - 12 0 R 



H 



H 3 CO 
HO 



-CH 



-CH 2 -N-C- 
HO 

9 r-?° 2 



1272 HjO-Q-CHr 1 2 0 



R H 



9 ^-v- OCF 3 



- cH *-;t c -<PC r 



1273 H,C-0- CH 2 _ 12 0 R 



1274 



h 3 c-(~)-ch 2 - 12 0 R 



1275 h 3 c-(~)-CH 2 - 12 0 R 



ci 



-CH 2 -N-C-fj 



9 




H3CO 

9 



-CH 2 -N-C-^p 
HO 



9 



-CH 2 -N-0 




CI 



HO 



1276 H 3 o^)-CH r 1 2 0 R 



H 



9 



-CH 2 -N-C-^-F 
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Table 1.1 17 



Compd. 
No. 



R 1 - 



'i k m n chirality 



R 4 
R 



1277 



1278 



1279 



1280 



1281 




;h 9 

-CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 

-CH 2 - 
CH 3 



1282 Ci 



-o- 



1285 C 



1286 "'^(oy.o-Q-w,- 12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



CH 2 - 2 2 1 



1283 o-^^-CH-r 2 2 1 

1284 Cl-^t-CH 2 - 2 2 1 



CH 2 - 2 2 1 



H,C 



N0 2 

1287 O.N-Q-CH,- 



12 0 R 



H 



H 



H 



H 



H 



OCF, 



-CH 2 -N-C- 



9 
c- 

H 3 CO 




-CH 2 -N-C-f > 



CI 



Br 



h y=/ 

HO 



-CH 2 -N-L0 
HO 



.CI 



N0 2 



-CH 2 -£hO< y~F 



H 

_ C H 2 -n-L0 
H 3 CO 



-CH 2 ~N-C 



HO 



h _ CH ff-f-T 3 



H V=/ 
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Table 1.118 



Compd. R V( CH v_ k m n chirality 
No. Fr 



R 3 



-d6 



"(CH 2 ) r H(CH 2 )5-G-R 

R- 



1 288 H,C0-^)-CH r 
CH 3 

1289 ^" CH 2- 

CH 3 
CH 3 

1290 ^- CH 2 _ 

CH 3 

1291 h 3 c-h^-ch 2 - 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



OCH 3 



H 



H 2 N 

9 /h; CH3 

-CH 2 -N-C-Q • 
H 2 N CH 3 

- cH2 -ir^-CC rCH3 



1292 h 3 c-( >-CH 2 - 12 0 R 



1293 h 3 c-^)-ch 2 - 12 0 R 

1294 h 3 c-(^-ch 2 - 12 0 R 



H 



H 



H 2 N Br 

_ C h 2 _^ c -hQ 

F 

_ CH2 _^. C _^J_ F 



1295 H 3 c-( J-CHr 12 0 R 



? O^C(CH 3 ) 3 
-CHf-N-C-^J 



1296 m 3 o-4 J-CHr 12 0 R 



H 



0 <^SCH 3 



-CH 2 -N-C-^J 



1297 H 3 C-^jHCH 2 - 12 0 R 

H 3 cq 

1298 h 3 co-0-ch 2 - 12 0 R 

Br 



H 



9 /^- CH 3 

P F 3 



_ CHz _N. c _^ 
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Table 1.119 



Compd. R V (CH v- k m n chirality R 3 -(CHa^CCHs^G-R 
No. Fr ° 5 



1299 



1301 



1302 



1304 



1306 



1307 



1308 



H 3 CQ 



H 3 CO-^_J^CH 2 - 12 0 R 
H 3 CO 



,OCH 3 



1300 H 3 CC-h(J^CH 2 - 



12 0 R 



och 3 

H 3 co-Tj-CHr 120 R 
H3C0 



H 3 CCH 3 
H 3 CO-hQ-CH 2 - 



12 0 R 



H 3 Q 

1303 H 3 CO-0-CH r 12 0 R 
Br' 




12 0 R 




1305 >4 ru 12 0 R 



H3CCH2 1 



!!3=v 



12 0 R 



H3CO 

H,co-Q-CHr 1 2 0 

HO 



"CH 2 - 1 2 0 
H3CO 



R 



1 309 h 3 o 



o-p- 



ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



P F 3 



P F 3 



,CF 3 



-CH 2 -NhC-^ 
-CH 2 -N-C-^ 
-CH 2 -^C-{5 

? h: CF3 

-CH 2 -^C-^Q 
-CH 2 -^?-^ 



? 

-CH 2 -M-C- 



,CF 3 



-CH 2 -N-C-H^ 
-CH 2 -N-C-^J 



9 



P F 3 
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Table 1.120 



Compd. ""VfCHaJp k m n chirality 
No. R z 



R 3 



-(CH 2 )^(CH 2 )-G-R 
R 



h 3 co 

1310 ur^fV-CH,- 



1311 



1312 



1313 



1314 



1315 



1316 



1317 



1320 




CH 2 - 



CH 2 - 



Q-CH 2 - 
H3< \J"CH 2 - 





CH 2 - 



CH 2 - 



1318 ch^-ch 2 - 

1319 C^>CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



P F 3 



_ CH2 _^ C _ ^ 



9 



- CH 2 - N-O 



9 



-CH 2 -N-C 



-CH 2 -N-C-^ 



P F 3 



9 

-CH 2 -M-C" 



-CH 2 - 



^ CF3 



-CH.-N-C-^Q 
-CH 2 -W-C-^J 

9 CF3 

-CH 2 -N-C-^ 
-CHo-N-C-h^J 
-C H! -N.C-^_) 



WO 01/10439 



PCT/JPOO/05260 



1 4 0 



Table 1.121 



C NT d * R^" (CH2) " k m n Chira,ity 



R 3 -(CH 2 tlr(CH 2 te-G-R 6 



1321 CK\ ^CH 2 - 12 0 R 



1322 Ch-4 h~CH r 12 0 R 



1323 Ch-< /Vch 2 - 12 0 R 



1324 Ci-^^-CH 2 - 12 0 R 



1325 CMl >-CH r 12 0 R 



H 



H 



H 



-CH 



ci 



-CH 2 -jsJ-C-^^-CH 3 
-CHz-^C-^^-CI 



HO 



-CHjtN-C-^J-C- 



1326 CH-£>-CH 2 - .12 0 R 



1327 Cl-< >-ch 2 - 12 0 R 



1328 h 3 c-4J>-ch 2 - 12 0 R 



H 



-CHa-N-C-0 
HO 

O / CH = 
-CHa-J^C-Q 

H 2 N 



-CH 2 -N-0 



1329 h 3 chQhch 2 - 12 0 R 



1330 H 3 c-\ >-CH 2 - 12 0 R 



1331 H 3 C-< >-CH r 12 0 R 



H 



-ch 2 -(*c-h(^ch 3 

-CH 2 -^C-H^J-Cl 



CH 3 



-CH 2 -N-C- 



HO 



WO 01/10439 



PCT/JP00/O5260 



1 4 1 



Table 1.122 



Compd. R V (C H 2 ) r k m n chira | ity R n 
No. 



(CH 2 fe-t-(CH 2 ^-G-R t 
R 5 



1332 h 3 c-(~)- ch *- 12 0 R 



H 



1 333 h 3 c-hQ-ch 2 - 



12 0 R 



1334 h 3 c-^~)-ch 2 - 12 0 R 



1335 



1336 



1337 



1338 



1339 



1340 



1341 



CH 3 



{ 

CH 3 
CH 



CH 3 
CH 3 

CH 3 
PH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 



CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



-CH 2 -M-L0 
HO 
O -C H 3 
-CH 2 -M-C-<£3 
H 2 N 

-CHa-M-C-^jH-ci 



-CH 2 -M-C-^-CH 3 

-CHz-N-C-^J-CI 
S> ^ CH3 



-CH 2 -N-C- 



HO 



HO 



CH, 



H )==/ 
H 2 N 



1342 CH-£>-CH 2 - 2 2 1 



-CH 2 -M.?-^CI 



WO 01/10439 



PCT/JPOO/05260 



1 4 2 



Table 1.123 



Compd. n V(CH 2 \- k m n chirality R 3 
No. Ft 



~(CH 2 )pfr( 



-d6 



-(CH 2 )pt-(CH 2 ) 5 -G-R 
R 



1343 ch\>-CH 2 - 2 2 1 



H 



-CH 2 -f^C-H^^-CH 3 



1344 Ch\ >-CH 2 - 2 2 1 



-CH 2 - 



1345 Ci-< )-CH 2 - 2 2 1 



-CH 2 -N-C-< J 



CH 3 



H )=/ 
HO 



1346 C1_< C}- CH 2" 2 2 1 



— CH-j-N-G 




HO 



1347 Ch{ V-ch 2 - 12 0 R 



-CHa-N-C-fJ 



1348 H 3 C-( >-ch 2 - 12 0 R 



-CH 2 -£J-C-^fj 



pH 3 



1349 



CH 3 



CH 2 - 12 0 R 



1350 ch{^}-ch 2 - 2 2 1 



1351 chhQ- 



CH 2 - 12 0 R 



1352 H,C-0- CH 2~ 1 2 0 R 



CH 3 



1353 



CHj 



ch 2 - 12 0 R 



H 



H 



9 _W Ha 

-CH 2 -N-C— fj 



HN 
O 




O 



-CH 2 - 




o 



WO 01/10439 



PCT/JP00/05260 



14 3 



Table 1.124 



C No pd " R2^" (Ch2)r k m n chiralit y 



"(CH 2 )pt(CH 2 )5-G-R 6 
R 5 



1356 



1357 



1359 



1360 



1354 Ch\)-CH 2 - 2 2 1 



1355 ch-£>-ch 2 - 12 0 R 



ch 2 - 12 0 R 



CH 3 



ch 2 - 12 0 R 



CH 3 



1358 Cf-Q-CHj- 2 2 1 



ch 2 - 12 0 R 



PH 3 

CH 3 

^-ch 2 - 12 0 R 

CH 3 



H 



H 



H 



H 



-CK 2 -N-C-^J 
H 2 N 



H 2 N 



CN 



CN 



^ C H 2 -^c-0 
H 2 N 



CN 



H 2 N 



-CH2-N-C 
H 



pH 3 
CH 3 

CH 3 
CH 3 



1361 h 3 c-( >-CH r 12 0 R 



H 



- CH 2-jt c A-> 



0CH 3 



1362 



1363 



PH 3 
P"CH 2 - 
CH 3 
PH 3 

CH 3 



12 0 R 



1 2 0 R 



H 



H 



9 / CH 3 

-CH 2 -^C-^J> 
CH 3 

~CH 2 -rvhc-< ) 



H 

CH 3 



1364 H 3 C-< >-CH 2 - 12 0 R 



H 



-CH 



9 /-< CH3 



WO 01/10439 
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1 4 4 



Table 1.125 



pi 

Compd. " V. (CH2 v_ |c m n chirality 
No. FT 



R 3 -(ch^cch^g-r 6 



1365 



1366 



1367 




h 3 

>-CH 2 - 

CH 3 

CH 2 - 
CH 3 



H 3 C "0" 



12 0 R 



12 0 R 



CH,- 12 0 R 



H 



9 



-CH 2 -W-C 

H 3 C 



-CH 2 - 



9 



{t c "0" CH3 



9 



-CH 2 -N-C-(3~ CH3 



1368 o-(~^-ch 2 - 12 0 R 



1369 a-Cj-CHf 12 0 R 



1370 Ci -\)~ CH i~ 12 0 R 



1371 cM^-CHr 1 2 0 



1372 Cl-4>- CH 2- 12 0 R 



H 



H 



H 



H 



-CH 



OCH 2 CF 3 



F3CCH 2 0 
-CHa-N-C-fJ 



P 



-CHf-N-C-^ 



-CH 2 -N-C-\ 
H ^ 




1373 H 3 C-( )-CH 2 - 12 0 R 



1374 h 3 c-{ >-ch 2 - 12 0 R 



1375 h 3 c-( )-ch 2 - 12 0 R 



H 



H 



-CH 2 -N-C-^-CI 

tf c -iy 



OCH 2 CF 3 



-CH 2 -N-Q 
F 3 CCH 2 0 



-CH 2 -N-C-/J 



WO 01/10439 
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1 4 5 



Table 1.126 



Compd. R S-(CH 2 ) r k m n chirality R 3 
No. Pr 



1CH 2 )p?-(CH 2 )^G-R 
R 5 



-q6 



1376 h 3 C-<Q>-ch 2 - 12 0 R 



1377 h 3 C-( )-CH 2 - 12 0 R 



1378 



1379 



1380 



1381 



1382 



CH 3 
/r-CHj- 
CH 3 
CH 3 

>CH 2 - 

CH 3 
CH 3 
J-CH, 
CH 3 
CH 3 



CH, 

CH; 

CH, 
CH, 



-CH 2 - 

CH 3 
PH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1383 CK Vch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



to 



-CH 2 -N-C-^~j 



-CH.-N-C-^J 



-CH 2 -N-C-\_/-CI 

-CH 2 -N-C-h0 
F 3 CCH 2 0 



-CH 



. -CH 2 -N-C- 



2 H 




-CH,-M-C-^-CI 



1384 Ci-( V-CH 2 - 2 2 1 



1385 cK )-CH 2 - 2 2 1 



1386 Cf-^-CH 2 - 2 2 1 



H 



H 



H 



-CH 2 -N-C-fJ 



to 



WO 01/10439 
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14 6 



Table 1.127 



pi 

Compd. " V(CH 2 )r k m n chirality R 3 
No. 



"(CH 2 )p|-(CH 2 )q-G-R 6 
R 5 



1387 



1388 



1389 



1392 



1396 



CH 3 



CH r 12 0 R 



CH 3 
CH 3 



CH 3 
CH 3 



CH 3 
?H 3 
-CH 2 - 

CH 3 
H 3 C.CH 3 



12 0 R 



12 0 R 



1390 H 3 C-^-CH 2 - 12 0 R 
H 3 C CH 3 



H 3 C 

1391 h 3 c-<>ch 2 - 



H 3 C-^~^-CH 2 - 



12 0 R 



12 0 R 



1393 ^cch 2 -hT)-ch 2 - 12 0 R 



2 0 R 



0 2 N 



1 394 H3 c-Q-CH 2 - 1 



1395 HfeC=CH-0- CH *- 12 0 R 



Q 

H 3 C-H^-CH 2 - 



12 0 R 




1397 Br ^VcH 2 - 1 2 0 R 



H 



-CH 2 -IVK>< \ 
H ,\r N 
I 

CH 3 
9 V-V 



~CH 2 - 



-CH 2 -{|C-^ 



N* 
CF 3 



-CH 2 -N-C-^ 
-CH 2 -N-C-^ 



.CF, 



CF 3 



-CH 2 - 



-CH 2 -N-C- 

H W 



CF 3 



-CH 2 -M-C^f~S 



P F 3 



WO 01/10439 
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1 4 7 



Table 1.128 



Co ^P d - "a>-( CH 2)r k m n chirality R 3 -(CH 2 )p^ 



-Q6 



(CH 2 ) r | 7 (CH 2 )5-G-R 
R 5 



1398 



1 399 Ci 




CH— 



_/=\J H ' 



c »-\J~ CH - 



1400 



1401 H 3 C-\ /)-CH 2 - 



1402 h 3 c-<v /yOH 2 - 



1 403 H 3 C-Q>-CH 2 - 



1404 H 3 C-4 >-CH 2 - 



1405 H 3 c-4 ^-CH 2 - 



1406 H 3 C-4 >-CH 2 - 



1407 H 3 C-(\ >-CH 2 - 



1408 H 3 c-(\ >-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



-CH,-t*C-/~S 



PP3 



H V=/ 



-CH 2 -r^c-f > 



P F 3 



-CH 2 



H \=/ 



-CH 2 -N-C- 



9 ~^ci 



H 



-CH 2 ~f^C--\j>-OCH3 
H 2 N OCH 3 



-CH 2 -^-C-^N 



-CH 2 -^C^_> 

H3CS 



9 CH 3 

-CH 2 -N-(Xj 
H 

H3CCH2S 



WO 01/10439 



PCT/JPOO/05260 



1 4 8 



Table 1.129 



pi 

Compd. "\_ (CH2) k m n chirality 
No. Fr 



"(CH 2 )p|-(CH 2 ^G-R 
R 



-q6 



1409 



H 3 C-^^-CH 2 - 1 2 0. R 



CH 3 

1410 |Q- CH r 12 0 R 



CH 3 



1411 C 



hnQ-CH 2 - 



12 0 R 



1412 HjC-hQ^-ch,- 12 0 R 



1413 



/-CH-r 
CH 3 



12 0 R 



1414 ct-i )-CH 2 - 2 2 1 



1415 O-0- CH 2- 12 0 R 



1416 H 3 C-^J-CH 2 - 12 0 R 

PH 3 

1417 rt-°V 12 0 R 

CH 3 

1418 O-O-CHa- 2 2 1 



1419 CMf>-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



_ CHsr N-C-<J 



-CH 2 -N-C- 



-CHj-N-C 



HjC-C-NH 
6 



-CH,-N-C- 



H3OC-NH 
O 



-CH 2 -N-C- 

H3C-C-NH 
6 

ff /==( 
-CH 2 -N-C^_) 



HjOC-NH 

6 



H 2 N 



,SCN 



H 2 N 



SCN 



H 2 N 



SCN 



H 2 N 



SCN 



-CH 2 -^C-^0 
H 2 N 



WO 01/10439 
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14 9 



Table 1.130 



Compel. r V (C h 2 ) k m n chira | ity R3 
No. pr 



-(CH 2 J-( 



-(CHsJp-HCCHa^G-R 
R 5 



1421 



1425 



1420 H 3 C-\>-CH 2 - 12 0 R 



CH 3 
CH, 



12 0 R 



1422 Ci-^~}-CH 2 - 2 2 1 



1423 Ci-i >-CH 2 - 12 0 R 



1424 H 3 CK >-CH 2 - 12 0 R 



PH 3 
>-CH 2 - 
CH 3 



12 0 R 



1426 cK /)-ch 2 - 2 2 1 



1427 Ci-^~)-CH 2 - 2 2 1 

1428 C(-hQ-ch 2 - 2 2 1 



1429 h>cch 2 o-Q-ch 2 - 2 2 1 



1430 /°~0~ CHr 2 2 1 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-<P> 
H 2 N 

-CH^C-^J 
H 2 N 



-CH 2 -N-CH0 
H 2 N 



■SH 



~CH 2 -^C-^ 



-CH 2 -N-C-^ 



% /= 



-CH 2 -N-C-{^> 



-CH 2 -N-C-(^ 



-CH 2 -N-CH0 
HjC-NH 



Br 



-CH 2 -N-C^ 




-CH 2 -N-C 



H 2 N 




9 X 

H 2 N 



.Br 



CI 



CI 



WO 01/10439 
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1 5 0 



Table 1.131 



R 1 

Compd. \_ (C h 2 ) k m n chirality R 3 
No. Pi 



1CH 2 )i(CH 2 ^G-R 
R 



-d6 



1431 K>CCH 2 0-<v >-ch 2 - 2 2 1 



1432 



2- 2 2 1 



1433 K»cch 2 oh£ >-ch 2 - 2 2 1 



1 434 Hiccu 



ch 2 - 2 2 1 



1435 HzCch 2 -\)^ch 2 - .22 1 



1436 (H3C) 2 CHH^-CHr- 2 2 1 



1437 ^QCh 2 )p-£)-ch 2 - 2 2 1 



1438 ^cch 2 -(>- ch 2"" 2 2 1 



1439 (HiChCH-O-cHr 2 2 1 



1440 H,c(CH 2 ) a p-^)-cM l - 2 2 1 



1441 H 3 CS-hQh-CH 2 - 2 2 1 



H 



H 



H 




Br 



H 2 N 



-CH 2 ^^C-H0 
H 2 N 



Br 



-CHr-N-C 



*0 



H 2 N 



CI 



-CH 2 -N-C^_^ 
H 2 N 



-CH 2 ~N-C-0 
H 2 N 



CI 



~CH 2 -(vhC-H0 
H 2 N 



Br 



-CH 2 -W-C-^ 
H 2 N 



-CH 2 -N-C^^ 
H 2 N 



Br 



H 2 N 



Br 



WO 01/10439 
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1 5 1 



Table 1.132 



Compd. R V(CH 2 )r 
No. Pi 21 



k m n chirality R 3 



-q6 



"(CHaJjrtrtCH^G-R 
R 5 



1 442 ^cch 2 -{ \- ch 2 - 2 2 1 



-CHy-NhC 



1443 (H)C) 2 c^ ycHr 2 2 1 



P-0°V 2 2 1 



1 444 h,c{ch 2 ) 2 ( 



1445 h>cch 2 -\}-c» 2 -- 2 2 1 



1446 <^c) 2 CRHr VcHr 2 2 1. 



1447 h^ch^o-^^ov 2 2 1 



1448 H 3 CS-\ >-ch 2 - 2 2 1 



H 



H 



H 



H 



-CH2-W-C- 



CH z\ /-CH(CH 3 ) 2 



O P 



CHa-Q-OtCH^sCHb 

Br 



<0 



CH 2~\ i- sc Hj 



1449 H3CCH 2 -( Vch 2 - 2 2 1 



H 



-CHg-N-O 



PF 3 



1450 (HjChCK-Q-CHr 2 2 1 



H 



-CH 2 -t+C-{J> 



1451 (H 3 CCH z ) J N-(^-CH,- 2 2 1 



H 



1452 



H 3 CO-^~)-CH r 



2 2 1 



9 



-CH 2 -N-C- 



WO 01/10439 
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15 2 



Table 1.133 



Compd. R V(CH ,) r 
No. Pr 21 



k m n chirality R 3 



? 4 



-(CH 2 )p-h-(CH 2 )q-G-R s 



1453 ^ch^o-^-ch,- 2 2 1 



-CH 2 - 



1454 ^cchjOhQkcHj- 2 2 1 



H 3 CO 

1455 HC y£y CH2 - 2 2 1 



1456 



1461 



1462 



CH; 



2 ~ 2 2 1 



1457 (ch 3 ) 2 n-^)kch 2 - 2 2 1 



H 3 CO 

1458 ho^ch 2 - 2 2. 1 



1459 (H3C) 2 ^^HQKCH ^ - 2 2 1 



H 3 co 

1460 HO ^y 0H2 - 2 2 1 



H 3 CC( 

HO-Q-CH r 2 2 1 



H3CO 

hc ^O* ch2 " 



2 2 1 



1463 CH-Q^CH 2 - 2 1 1 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 - 



-CH 2 -J-H^ 

ff_M C 



,CF 3 



-CH 2 -N-C- 



H 2 N 




-CH 2 -NhC-H0 
H 2 N . 



CI 



Br 



-CH 2 -^C-0 



Br 



,OCH> 
OH 



-CHj-N-C 



pCHj 
OH 



VP 

-CH,-N-C-(_} 



WO 01/10439 
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1 5 3 



Table 1.134 



Compd. R V(CH 2 )j 
No. Pr ' 



\ k m n chirality R 3 



"(CHaJpf-CCH^G-R 6 
R b 



1464 O-i /)-CH 2 - 2 1 1 



1465 CH-4 )-CH 2 - 2 1 1 



1466 a-Q-CH r 2 1 1 



H 



H 



H 



-CH 2 -N-C-Q 
F 3 C 



Br 



1473 



1474 



1467 CK\ /)-CH 2 - 2 1 1 



1468 C(-Q-CH 2 - 2 1 1 



1469 Ch-i >-CH 2 - 2 1 1 



1470 a-\ >-CH 2 - 2 1 1 



1471 a-i )-CHr 2 1 1 



1472 fCW 1 2 ° R 

s 



3 \}-CH 2 - 12 0 R 



Q 



CH 2 - 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



CI 



-CH 2 ~j^C- 



-CH 2 -M-C- 



F 
.CI 



9 A. 



-CH 2 -N-C-<v >-F 



CH 3 



-CHf*0- w 



WO 01/10439 



PCT/JP00/O5260 



1 5 4 



Table 1.135 



No. 9r 



m n chirality R 3 



? 4 

-(CH 2 )p-L-(CH 2 )5-G-R 6 
R 5 



1475 



1480 



1482 



1483 




1 476 T>CH 2 - 



1477 




L/^CH 2 - 



1478 Br ^^|^- 

,CH 3 

1479 H 3 C-^^CH 2 - 

CH 3 



H 3 C-(~^-CH 2 - 



,CH 3 

1481 H 3C-i >-CH 2 - 

H 3 C 




B \VCH 2 - 
S 

TVch 2 - 



1484 cr^^^- 



1485 h 3 c-<v }-ch 



2 0 R 



2 0 . R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f > 



H \=/ 



_ C H 2 -J-^ 



.CF 3 



9 



-CH 2 — N-O 



-ch 2 -n-c-h(3 



.CF, 



, CF 3 



P F 3 



? 



WO 01/10439 
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Table 1.136 



c r pd - o> (CH ^r k 

No. Pr 



m n chirality R 3 



iCH 2 ) F ? r (CH 2 ^G-R 6 
R 5 



1486 h 3 C-^Q-CH 2 - 12 0 R 



1487 H 3 C-i>-CH r 12 0 R 



H 



-CH 2 -N-C^J> 

_ C H 2 -N-?-H0 
H 2 N C! 



1488 H 3 c-\ j>~CH 2 - 12 0 R 



~CH 2 -ishO 
H 



1489 h 3 c-^^-Ch 2 - 12 0 R 



-CH 2 ~N-C-<> 



1490 H 3 c-4 >-CH 2 - 12 0 R 



9 

-CH 2 -^C-\^ 



1491 



H 3 Oh£^-CH 2 - 1. 2 0 



R H 



NH, 



-CH 2 -NhC 
H 



1492 h 3 c-< )-ch 2 - 12 0 R 



H 



-CH 2 -N-C- 




NO, 



1493 



1494 



1495 



1496 



✓H 3 

>-CH 2 - 
CH 3 
PH 3 

CH 3 
?H 3 

-CH 2 - 
CH 3 




CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



H 



-OHr-fj-c- 



CH 3 
H 3 C 

H 3 C 



WO 01/10439 
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Table 1.137 



1 5 6 



Compd. 
No. 



k m n chirality R 3 



"(CH 2 )i(CH2)5-G-R 6 
R 5 



1497 



1498 



1499 



1500 



1501 



1502 



1503 



CH 3 
CH 3 



12 0 R 



CH 3 



CH 2 - 12 0 R 



CH 3 
CR, 



f^^CH 2 - 12 0 R 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 

-CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 504 H 2 



CH 2 - 12 0 R 



Q-ch 2 q^ 

1505 0- CH *- 12 0 R 

1506 0-Q~ch 2 - 2 11 



1507 chh( >-ch 2 - 2 1 1 



H 



H 



H 



H 



H 



H 



_CH 2 ^0"< 

H H 3 C-T CH 3 
CH 3 



-CH 2 -^C~<] 



~CH 2 -r^c-<] 

H 



9 CH 3 

-cH 2 -i^c-<q 

H 



-CH 2 -N-C^(> 



-CH 2 -N-C-^>-F 
F 

O / 0CHF * 



-CHj-N-C-0 
HjN 



Br 



-CHf-N-C-^ 



H 2 N 
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Table 1.138 



Compd. R V (CH v- 
No. FT 1 



k m n chirality R 3 



"(CH 2 )p|-(CH 2 ^G-R fc 
R 5 



1508 CH-Q-CH 2 - 2 1 1 



1509 ct-l )-CHr 2 1 1 



1510 CK\ //-CHj- 2 1 1 




-Ch 2 -n-c-h0 

H 2 N 



1511 ci-hQ>-ch 2 - 2 1 1 



-CH 2 -N-C-y 



1512 CH-( X /)-CH 2 - 2 1 1 



1513 Cl-4 >-CH 2 - 2 1 1 



1514 (HjCch,),*-^)-^- 2 2 1 




151 5 H3CO-TW 2 2 1 



1516 Wch^jN-^^ov 2 2 1 



1 517 h 3 CC^>CH 2 - 2 2 1 



HQ 



1518 



H 3 CCH^- 



CH 2 - 



2 2 1 



H 



H 



H 



H 2 N 



CI 



If 



-CH 2 -N-C-^J 
. H 2 N 



-CH 2 -N-C-^J 
H 2 N 



9 /- 




Br 



H 2 N 



Br 
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Table 1.139 



c °NT d ' r^" (CH2) ~ k m n chira,it y 



"(CHa^CH^G-R 6 
R 5 



151 9 H 3 CC^>CH 2 - ^ 2 1 



1 520 Br-^>-CH 2 - 



1521 H 3 CO-^j>-CH 2 - 



1522 <jr\ /r CH r 



1523 



1524 



H 3 CO 

H 3 CO-^j>-CH 2 - 



1525 Br-\ >-CH 2 - 



1 526 H 3 CO-^y-CH 2 - 



1527 <£~\ .t~ CH r 



1528 



1529 



H 3 CO^_^-CH 2 - 
H 3 CO 

HO-^^-CHj- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



CHt\ i-ocm 



_ch 2 -n-ch(J 



Br 



P 



-CH 2 -N-C-^J 



.Br 



Br 



-CH 2 -W-C- 



P 

c- 



Br 



9 /- 



pcF 3 



-CH 2 -N-G 



-CH 2 -*-CH$J 



P /=< 
-CH 2 -N-C-^J> 

-CH 2 -Nf-C^(J 
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Table 1.140 



C To 9 . 6 ' r^" (CH2) " k m n Chiralily R3 ~(CH 2 )p|^(CH 2 ^G-R 6 

1530 Bi-H^-CHj- 12 0 R H -ch 2 -n-c-hQ 

F 

• O PF, 

1531 H 3 CO-^-CH 2 - 12 0 R H -CH 2 -N-C-Q> 



1532 <jr^)- CH *- 1 2 0 R H -ch 2 - ^ ^ 



H 3 co £ / CF3 

1533 H3C(> ^_ CH2 _ 1 2 0 R h - C H 2 -^c-Q 



F 



1534 H J^^ CH2 . 1 2 0 R H -CH 2 -N-C- r ~ < 




CF 3 
F 

.CF, 



1535 b^Q-ch 2 - 1 2 0 R H _ CH2 _J c _^y F 

1536 h 3 COhQ-ch 2 - 1 2 0 R H _ CHj _^_^_, 

1537 £^~> CH 2 - 1 2 0 R H _ CH2 _^_^_ F p 
H 3 CO 0 CF 3 

1538 h 3 coQhch 2 - 1 2 0 R h _ CH2 _J_^_ f 

1539 h^-CH 2 - 1 2 0 R H -C^-Jc-^ff 

1540 8r-^_j)-CH 2 - 1 2 0 R H -CH 2 -N-C-<(~}-F 

F 
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1 6 0 



Table 1.141 



k rrt n chirality R 3 



"(CH 2 )pi-(CH 2 )q-G-R6 
R s 



1541 H,CO-\ )-cn r 12 0 R 



9 /= 



-CHj-^C-i /)—F 




1542 



1543 



CHz " 12 0 R 



H 3 CO 



h 3 co<>c- 1 2 0 



R H 



F 

-CH 2 -N-C-^-F 



H 3 CO 

1544 hohQ-ch 2 - 1 2 0 R 



1545 



CH 2 ~ 12 0 R 



H 



H 



" CH ^ C H_/~ F 

F 



y CF 3 



H \=/ 



1546 h 3 co^^-ch 2 - 12 0 R 

F F 

1547 h 3 CO-h^kch 2 - 12 0 R 

Br 



H 



H 



<Lrf" 

-CH 2 -N-C-^J 
-CH^C-hQ 



1548 H 3 c-<>-CH r 12 0 R 



9 



-CH 2 -N-C"-' 



1549 H 3 c-( >~CH 2 - 12 0 R 



H 



p CH=C(CH 3 ) 2 

~CH 2 -^C-<[ 
H >C 



H 3 C 



1550 h 3 c-4 >-CH r " 12 0 R 



H 



ci 



1551 H3C-4 >-CH 2 - 12 0 R 



H 



9 



'N(CH2CH 2 OH)2 
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Table 1.142 



nl 

Compd. n \.( CH2 ) r k m n chirality 



No. R 



-(OH a ) ? | 7 (CH 2 )5-G-R l 
R 



;-06 



1552 



h 3 c-^^-ch 2 - 12 0 R 



H 



-ch 2 -n-chQ 



1553 h,c-(>-ch*- 1 2 0 R 



1554 h 3 C-\>-CH 2 - 12 0 R 



1555 h 3 c-Q-C h 2- 1 2 0 



1 556 HjC-4 V-CHf 12 0 R 



12 0 R 



1 557 HaC-^^-Ci^- 



1558 H 3 C-Q-CH 2 - 12 0 R 



1559 H 3 C-(>-CH 2 - 12 0 R 



1560 H 3 C-(>- CH 2" 12 0 R 



1561 H 3 C-Q-CH 2 - 1 2 0 R 

1562 H 3 C-(~}-CH 2 - 1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



-cHf-fl-c-f y 



9 

-CH 2 -^C"-Vn 



H 3 C 
9 



-CHj-N-C-f V 
H V N 



H 3 C 



"CH 2 -j|C^ N 



H 3 C 



9 N=N 

" CH2 ~H c ^h 

H 3 C I^CH 3 



9 ^C(CH 3 ) 3 

h jvr N 

H 3 C 



-CH 2 -N-C-f I 



-CH 2 - 



9 /=v 



NT 

-CH 2 -N-C-<(:^ 



CH 3 
CH 3 
CH 3 



9 _y=\ 

-CH 2 -N-C-^ 

0 2 N OCH 3 
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Table 1.143 



C °No. d ' r3^" (CH2) '~ k m n chirality R 3 -(C^^fCH^G-R 6 



1563 h 3 C-Q-ch 2 - 12 0 R 



1565 



1566 



1567 



1568 



1569 



1564 H 3 C-< V />-CH 2 - 12 0 R 



CH 3 
^H 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 
-CH 2 - 

CH 3 
PH 3 
^-CH 2 - 
CH 3 



1 570 H 3 c 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



CH 2 - 2 2 1 



1571 h 3 cshQ^ch 2 - 2 2 1 



H 



H 



CI 

-CH^C-Q 
HN 

- C H 2 -N-C^J-CI 
H 3 CO 



-CH 5 



0 2 N 0CH 3 



9 

HN 

a 

0 



-CH*-(T 



HoN 



CI 



o ^ 



cHr C^ schfc 



1572 Q^t^-CHr 2.2 1 



1573 H.co-Q-jji-Q-o,,- 2 2 1 



H 



.CF, 



-CH 2 -£- C - w 
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Table 1.144 



Compd. J^(CH 2 ) r k m n chiralily R 3 
No. R 1 



-(CH 2 fe|-( 



-q6 



-(CHaJp-H-tCH^G-R 
R 5 



1574 ^jK> 

en,- <a c 



1 575 c-Q-n-S-O-ch,- 2 



2 1 



1576 cQn-6-hQ-ch 2 - 2 2 



H 



H 



- C H*-N-C-^J 
-CHj-JJ-C-Q 



1577 HO(CH^ r JfG-(^-CH 2 - 2 2 1 



H 



-CH 



1578 "Vs^O-a* 2 2 1 



CH 3 



1579 o-jfk>^- 



1 580 ^n-c^Qhch 2 - 



2 2 1 



2 2 1 



1581 C 



CH 2 - 2 2 1 



1582 Ch-(^-CH 2 - 2 2 1 



1 583 C 



1584 Ci 



CHj- 12 0 R 



CH 2 - 12 0 R 



H 



H 



• H 



-CH 2 -N-C-^ 

o cp3 



-CH 2 -r^c- 



-CH 



.CF 3 



-CH,- 



o o 

-CH<-{j-C-0 

O 0^ CH 3 

o o 



9 

-CH 2 -I^O 



H 2 N 



-CH 2 -N-C-f \ 



f OCF 3 



H 2 N 
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Table 1.145 



C °No. d ' R ^ (CH2) " k m n Chiralit y R3 -(CH 2 )p-|j(CH 2 ^G-R 6 
R 

S" ' 8 ' 



1585 a-\j-CHr 1 2 0 R 



1586 C»-C >-CH f 12 0 R h 



1590 H 3 C-\ >-CH 2 - 1 2 0 . R 



1593 HjC-4 )-CH 2 - 12 0 R 



- CH ^ CH 0 

-CH^-nf^ 



1587 d-TVcHr 1 2 0 R h 



CH 

1568 o-Q-CHf 1 2 0 R H -CH^JJ-E-^ 



1589 H 3 C-\ ^-CH 2 - 1 2 0 R H . -CH 

H 

H 2 N 



B*0 

H 2 N 

- C H 2 -Nj-C^J 



H 2 N 

Br 



1591 h,chQ-ch 2 - 1 2 0 R h _ C h 2 _^/-^ 

H V= N 



1592 h,c-0- ch 2 - 1 2 0 R h _ CH _^Lr^ 



CH 3 H 2 N 



1594 ^- CH 2 _ 1 2 0 R h -ch 2 -n-c- 

CH 3 H 
f H > O PCF 3 

1 595 o>~ CHj " 12 0 R H -CH 2 -N»-C-Q 
CH 3 H 2 N 
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Table 1.146 



1 6 5 



C T pd ' R ^ CH 2)i~ k m n chirality ' R 3 -(CH 2 )p|-(CH 2 ^-G-R 6 



No. R 

1 596 CHf 
CH 3 
CH 3 

1 597 < £y- cH *- 

CH 3 
CH 3 

1 598 ^~ CH 2- 

CH 3 
CH 3 

1599 ^~ CH 2- 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1600 O-i >-CH 2 - 2 2 1 



1601 Cl-( >-CH 2 - 2 2 1 



H 



H 



-CH 



-CK 



• H \=N 



CI 



.o-Q 



,CH 3 



- C H 2 -£-C-£j> 

-CH^N-C-^J 
H 2 N 



-CH 2 -N-C-f > 



,OCF 3 



H y=f 

H 2 N 



1602 Ch-Q-CHr 2 2 1 



-CH, 



H N=N 



1603 CHhQh-CH 2 - 2 2 1 



ci 



1604 O-i )-CH 2 - 2 2 1 



-ch 2 -n-ch(5 



1605 o-(^-CH 2 - 2 2 1 



-CHr-N-o-£3 



1 606 c 



CH 2 - 12 0 R 



-CH,-N-C-f } 



,SCF 3 



H 
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Table 1.147 



Compd. ^(CHa).- k m n chirality 
No. R^ 



~(CH 2 )pf 



^(CH^G-R 6 
R 5 



1607 h 3 c^Qh-CH 2 - 12 0 R 



1608 



CH 3 
CH, 



12 0 R 



1609 ct-\ >-CH 2 - 2 2 1 



1610 O-j^Ockt 2 2 1 



1611 c ^yJLQ-^- 2 2 1 



1612 Hjco (Cm &r *c-^y- CHj" 2 2 1 



H 



~CH 2 - 



-CHn 



■MS 
■MS 



-CH 2 -JvhO 



SCF 3 



.CF 3 



~CH 2 



pF 3 



CH 3 , 



1613 ^<WK> 



1614 F3CS-\ >-CH 2 - 12 0 R 



H 



_ CH2 -n-c-h(J 



-CH 2 -N-C- w 



P F 3 



1615 F 2 CS^ >-CH 2 - 2 2 1 



1616 >-CH 2 - 2 2 1 



1617 FjC5-(^-CH 2 - 2 2 1 



H 



H 



H 



-CH 2 -^L(J> 



-CH 2 -N-C- 



ff 

c- 

H 3 N 




PF 3 
CI 



-CH 2 -H-C-< N ) 



H >=/ 
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Table 1.148 



C T Pd ' o^" (CH2) i~ k m n Chiralit y R3 -(CH 2 ^(CH 2 )q-G-R 6 
NO. R p5 

1 618 h 3 C<^>CH 2 - 1 2 0 R H .ch^J^ 8 

HQ p PCF 3 



1619 



1620 



1624 



1625 hcm( Vch 2 - 12 0 R 



1627 HO-4 )-ch 2 - 12 0 R 



H 3 CO^-CH 2 - 120 R H -CH^Kj 

H 3 CC^-CH 2 - 1 2 0 R H -CH 2 -^-0 C 



1621 „ 3CC ^kch 2 - 1 2 0 R H _ CH ^t<>F 

1622 H3 C<^>CH 2 - 1 2 0 R H - C h 2 -J?-^f 

1623 HO-Q^CH 2 - 12 0 R H _ C h 2 _JL^ 



CHr 1 2 0 R H - C H 2 -lsFC '-/~S 



PCF 3 



2 H W 



-CH,-N-C-f > 



CF 3 



^2 

H N=< 
F 



1626 ho^Qkch 2 - 1 2 0 R h . CHr J-fC 



H 



.CF 3 



_ CH2 _^ C _0_ F 
F 



9 ' CFa 



1628 h 3 csh^-ch 2 - 1 2 0 R H ~ CH2 ~h°~C5 



h \=< 

F 
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1 6 8 



Table 1.149 



Co N m 0 pd ' fi^ (CH2) ~ k m n chiralit y R3 -i^2)^T 



(CH 2 fe-t-(CH 2 fc-G-R 



-q6 



1629 h 3 cs-hQkch 2 - 12 0 R 



H 



_ C H 2 _N. C ^J_ F 



1630 H3C TV-CH 2 - 12 0 R 



H 



- ch *-^ c -0 



1631 HjNCHj-^Qh-CH 2 - 12 0 R 



H 



_ CH2 _N. C _Q 



1632 



.ci 



CF 3 -\ ^-CH 2 - 
■N 



12 0 R 



H 



-CH 2 - 



1633 



H3 °\=N 



12 0 R 



H 



-CH 2 -^C-H^J> 



1634 (H>c) 2 ch-( )-cHr- 12 0 R 



-CH,-N-C- 

2 H V=/ 



P F 3 



1637 



1638 



1639 



1635 H 3 C-< V >-CH 2 - 12 0 R 



1636 H 3 c-4 >-CH r 12 0 R 



H 3 
CH 2 - 
CH 3 
H 3 

CH 2 - 



CH 3 
CH 3 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



-CH 2 -j|C-^)-C(CH3)3 
H 3 C CH 3 

9H3Q K 

-CH 2 -^C-^I^ 
-CH 2 -N-C-^-(CH 2 )4CH3 

~CH 2 ~ N-C-^^ 0(CH 2 )3CK3 



H -CH 2 -|vf-C~^^-^C-OCH 2 CH3 



CH 3 



H 2 N 
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Table 1.150 



PCT/J POO/05260 



1 6 9 



Compd. R S~(CH 2 )r 
No. Pr 1 



k m n chirality R 3 -(CHj^—CCh^G-R 



1646 




1640 6-/- CH 2- 

CH 3 
CH 3 

1641 ^" CH 2- 

CH 3 
CH, 

1 642 £/- CH 2 - 

CH 3 
CH 3 

1 643 !£f- CH *- 

CH 3 
CH 3 

1 644 rt>- CH 2- 

CH 3 



1 645 g-^- CH 2- 



CH 2 - 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



-CHj-N-C-^-N-^Hj^CH, 



-CH 2 -N-C-^^-OCF 2 CHCIF 



-CH 2 ~M-C-<^N 
-CHj-N-C-^J)— ^ 



-ch 2 -^SLQ-L(~) 



1647 ^ch 2 ) 3 --(~)-ch 2 - 2 2 1 



H 



-ch 2 -n-g 



1648 h^ch^-^-ch,- 12 0 R 



-ch 2 -n-c-hQ 



1649 h 3 c ( ch j)2 -Qkch 2 - 2 2 1 



H 



-CH 2 -N-C 



.CF 3 



1650 h^ch^-hQ-ch,- .12 0 



H 



-CH,-N-C^_) 
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Table 1.151 



m n chirality R 3 -(CHjJp-HcHjJg-G-R 6 



R 



1651 h 3 c(ch 2 ) 3 -<V-ch 2 - 2 2 1 



1652 H 3 c{CH a ) f -( >-ch 2 - 2 2 1 



1653 H3C(CH2) 2 -( )-ch 2 - 2 2 1 



1654 h 3 c(ch 2 ) 2 -^-ch 2 - 2 2 1 



1655 ^cfCHjjj-^-cHj- 2 2 1 



1656 H3C(ch 2 ) 3 -( >-ch 2 - 2 2 1 



1657 H3C ( (>^) 2 --Qkch 2 - 2 2 1 



1658 h 3 c(Ch 2 ) 2 --Q-ch 2 - 2 2 1 



1659 ci-£^-ch 2 - 2 2 1 



1 660 Br-H (~)~ ! 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



-CHz-N-C 



-CH 2 -N-C^_) 

h 2 n : 



H 2 N 
o P 



Br 



-CH 2 -M-C-y) 
H 2 N 

o , a 

H 2 N 

H 2 N C( 



1661 Br-{ >-CH 2 - 12 0 R 



PCF 3 



H >=/ 
H 2 N 



WO 01/10439 



PCT/JP00/05260 



1 7 1 



Table 1.152 



Compd. R V(CH 2 ) r 



k m n chirality R 3 



R 5 



1662 Br~\ >-ch 2 - 12 0 R 



1663 8c— <Qk-ch 2 - 12 0 R 

1664 h 3 C&hQ-ch 2 - 2 2 1 



1665 H 3 CS-i>-CH 2 - 2 2 1 



1 666 H 3 CS-^^- 



CH 2 - 2 2 1 



H 



-CH 



H 2 N 



-CH 2 -(M-C-/^ 



CI 



h y=y 

H 2 N 



H 2 N 



-CH 2 -N-C-Q 
H 2 N 

-CH 2 -^C-^-F 
H 2 N 



1667 H3CCH 2 -\ >-ch 2 - 2 2 1 



H 



H Q^ Br 



1668 HjCC^-QkcHj- 2 2 1 



H 



H 2 N 



1669 HjCCH^v >-ch 2 - 2 2 1 



1670 h,cch 2 -hT }-ch 2 - 2 2 1 



1671 ^cch 2 -Qhch 2 - 2 2 1 



1672 H3CCH 2 -\ >-ch 2 - 2 2 1 



H 



H 



H 2 N 



H 2 N 



ff /-< 0CF3 
H 2 N 



-CH 2 -N-C- >w 
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Table 1.153 



Compd. R V (CH v_ 
No. Fr ' 



k m n chirality R 3 



1CH 2 )i(CH 2 )5-G-R 6 
R 



1673 HjCCHj-hQ-cHj- 2 2 1 



-CH 2 -N-C-^J^-CI 



1674 



ch 2 - 2 2 1 



-CHj-N-C-nf I 

H cr^ Br 



1675 f-hQ^cHj- 2 2 1 



1676 



1677 



CH,- 2 2 1 



CH a - 2 2 1 



1678 F-Q^-CH Z - 2 2 1 

1679 R-Q-CHj- 2 2 1 



1680 



1681 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



-CH 2 -^C-(jHF 
H 2 N 

-CH 2 -NhC— f N ) 
H )=/ 

H 2 N 



H 2 N 

-CHo-M-C-nf A > 



Br 



HUN 



CI 



-CH 



H 2 N . 



9 

-CH 2 -N-C- 



H 2 N 



9 



-CH 2 -N-C- 

h y=y 

H,N 




P F 3 



1682 f-hQ-ch 2 - 2 2 1 



9 



1683 



O-K^- 2 2 1 



H 



-CH 2 -.C-^X Br 



WO 01/10439 



PCT/J POO/05260 



17 3 



Table 1.154 



Compd. R S-(CH 2 )r- k m n chirality - R 3 
No. Pr 



r 



-qS 



-(CH 2 ) r }-(CH 2 )q-G-R l 
R 5 



1684 Q-zHy- 01 *- 2 2 



1685 Q-Jj-c-Q-CH,- 2 2 1 



1686 O-fJ-S-O-^ 2 2 1 



1687 O-^^Q-CH'- 2 2 



1688 0 - h°"'0" CHi ~ 2 2 1 



1689 Q-jXQ-ch,- 2 2 1 



1690 0*<>-Q-ov 2 2 1 



H 



H 




"CHj-^C-O-F 
H 5 N 




H,N 



-CH 2 -N-C-f X > 



Br 



H )=/ 
H 2 N 



H 2 N 



H 2 N 



CI 



-CH 2 -rvhC-< / > 



H >=/ 
H 2 N 



-CHo-M-C-f > 



H >=/ 
H 2 N 



1691 Q-tfK])- CHj " 2 2 



PH 3 



-CH^-N-C-^-CI 

-CH 2 -N-C-< I 

H 0^ Br 



1693 



1694 



,CH 3 
H 3 C-^-CH 2 - 

,CH 3 
H 3 C-^_^-CHj- 



12 0 R 



12 0 R 



H 




9 
-c- 

H 2 N 

-c- 

H 2 N 



-CH^O 
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Table 1.155 



Compd. "\-(CH 2 ) r k m n chirality > 
No. R 



~(CH 2 )p|-(CH 2 )q-G-R 6 
R 5 



1698 



1699 



CH 3 

1695 h 3 C-T>-CH 2 - 1 2 0 R 



,CH 3 

1696 H3 c-^ch 2 - 1 2 0 R 



CH 3 

1697 H,C-{>CH 2 - 1 2 0 R 



,CH 3 



h 3 c-(~Jkch 2 - 



CH 3 

H 3 C-Q^-CH 2 - 



12 0 R 



12 0 R 



H 



H 2 N 



-CH 2 -N-0 

H >=/ 



9 

-CH 2 -N-C 



H 2 N 



,PCF 3 



- CH ^ C > 
H 2 N 



H 2 N 



PF 3 



CH 3 

1 ™> H 3 c-Ti-CH 2 - 1 2 .0 R 



-CH 2 -j^CH^J)--Ct 



1701 H2C=CH-\ V-CH 2 - 12 0 R 



1702 H 3 CO-Q-CH 2 - 12 0 R 



1703 <fTyjr-CH 2 - 12 0 R 



1704 H0-^Qhch 2 - 12 0 R 



1705 cH f=VcH 2 - 1 2 0 R 



-CH 2 -N-C-f N ) 



H >=/ 
H 2 N 



-CH 2 -N-C-f > 



PF 3 



H >=/ 
H 2 N 



~CH 2 -f^C-< / > 



H )=/ 



-c»r-~-c-<P 



-CH 2 -N-C-0 
H 2 N 



WO 01/10439 



PCT/JPOO/05260 



1 7 5 



Table 1.156 



Compd. R V(CH ,) r 
No. Pr 2 ' 



k m n chirality ' R 3 



R 



1706 



1707 



12 0 R 



CH 2 - 12 0 R 



1708 h,cch 2 -4 >-ch 2 - 12 0 R 



1709 (H,cj 2 ch-\ >-CHr 12 0 R 



H 3 C 

1710 Br-0-CH 2 - 12 0 R 
H 3 C 



H 



-CH- 



-CH 



9 _/ CF3 

H 2 N 



PF 3 



H 2 N 



.CF, 



-CH 2 -^C-0 
H 2 N 

_c„,-»j-c^p 

H 2 N 

- CH ^!t c -0 



1711 



CH 3 



CH 2 - 



12 0 R 



H 



-CH 2 -N-C- w 



£F 3 



H3CCH2Q 

1712 n&eHr ' 2 0 R 



v - CFl 

-CHa-j^-C-^ 



1713 



HaC W 

H0 ~0~ CH2_ 



12 0 R 



H 



ff /-< CF3 



1714 H 3 CO-y^-CH 2 - 
HO 




12 0 R 



H 



_ C H 2 _N. C _Q 



1715 




CH 2 - 



12 0 R 



9 



-CH 2 -N-C- 



,CF 3 



1716 ^-N~ CH2 12 0 R 



-CHi-N-C-^J 
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17 6 



Table 1.157 



k m n chirality R 3 ~(CH 2 )J-(CH2fe-G-R 6 



OCH, 

1717 H 3 C0-O-CH 2 - 



1718 



1719 



1720 



1722 



1723 



1724 



1725 



1727 



HjCO- 
H,C- 



~vc CH2 ~ 

CHj 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1721 rt.ccH,-/ }-CH r 12 0 R 



CH *- 1 2 0 R 



CH 2 - 12 0 R 



CH 3 



12 0 R 




,CH 3 



H 3 C-yJ-CH 2 - 1 2 0 
H 3 C 




R 



1726 KjCC^-^jKCHr 12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



~ CH2_ |t 0 w 



P F 3 



.CF, 



9 X 

-CHj-lvf-C-f 7 



.CF, 



H \=( 



-CH 2 -t*c-f x > 



, CF 3 



H - \=< 
• F 

£F 3 



-C^-N-C-f > 



H W( 
F 



-CH 2 -N-C 



_ CH2 -N-c-0 
F 



, CF 3 



.CF, 



-CH 2 -N-C-£j^-F 



-CH 2 -Nt-C-^J-F 
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1 7 7 

Table 1.158 




WO 01/10439 



PCT/JP00/05260 



1 7 8 



Table 1.159 



C N™ Pd ' R2^ (CH2) r k m 0 Chifality R3 ~"( CH 2^ 



(CH 2 ) r h(CH 2 )5-G»R 6 
R 5 



1744 



1747 



1749 



1739 (HbC) 2 cH-\ >-CHr 12 0 R 



1740 



1741 H 3 CS~( V ./-CH r 



1742 H3CCH 2 -\ >-ch 2 - 



1 743 £^~)~ CH2 ~ 



,CH 3 



CH 3 

1 745 H 3C-Q-CH 2 - 

H 3 C 

1746 (HiChCH^^-CHr 



1 748 H,CCH 2 -hQ--CH 2 - 



£H 3 



H 3 C-<V >"CH : 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



- C h 2 -n- C hQ-f 

F 



Br 



- CH *T C - w 



-CH 2 -N-C-C5 



.Br 



Br 



Br 



-CHj-N-C-^ 
H 2 N 



H 2 N- 
H,N 
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1 7 9 



Table 1.160 



C °N m o Pd ' R 2 > (CH ^r 



k m n chirality 



-(CH 2 fe-|-(CH 2 )5-G-R 6 



1750 



ch 2 - 12 0 R 



1751 HjCS-^^-cHj- 1 2 0 



R 



H 



J' w 



OCF-, 



-CH. 



f OCF 3 



1752 H,ccHi-C >-ch 2 - 12 0 R 



2 ~ 1 2 0 R 



1753 g^I)~ CH 



1754 



£H 3 

H3C "0" C 



CH 2 - 



12 0 R 



CH 3 

1755 H 3 c-^y-CH 2 - 12 0 R 

H 3 C 



1756 (HjC} 2 ch-\ J^CHr 1-20 R 



Br Br 
1757 Br-/~VcH 2 - 
Br Br 
Br 



12 0 R 



1758 h 3 o 




V f 2 ' 

BrBr 



CH 2 - 12 0 R 



1759 H 3 c-£^-CH r 12 0 R 



1760 H 3C-\ >-ch 2 - 12 0 R 



H 



H 



-CH 2 -^?-^ 
-GH,-N-C— ^_J> 

i? W° CF3 

-CH^C-Q 



-CH 2 - 



.CF 3 



-CH 2 -N-C~f > 



P=3 



H \=/ 



o 



9 



- CH 2 -rj-C-^^- OC Hj 

Q 

CF-.CHOF 
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Table 1.161 



1 8 0 



CO nT' R2> (CH2) r * m n chirali.y • ri 



~(CH 2 ) r f-(CH 2 ^G-R 6 
R 5 



1761 h 3 c-^^-ch 2 - 12 0 R 



1762 



CH 3 



CH r 1 2 0 R 



KN-C* 



-CH2^N-C~< } ' Ci 



O 

O" H 



1763 



2 2 0 



H 



-CH 2 ~fvhC-/~i> 



,OCH 2 CH 3 



H V=/ 



1764 



ch 2 - 2 2 0 



1765 0^ CHr 2 2 0 



1766 O 



CH r 2 2 0 



1767 CHH^-CHz- 1 3 1 



H 



H 



H 



-c 



0 OCH2CH3 

(S) 9 ^ OCH2CH3 

CH 2 CH(CH3) 2 

<"> 9W° CH2 ° H3 

CH 2 CH(CH3) 2 



_CH 2 -n- C -Q 



1768 c| -0~ 



ch 2 - 1 3 1 



^ / OCH 2 CH 3 
-CH 2 CH2-N-C-^^ 



1769 



1770 



1771 



CH 3 

-CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



-CHa-N-c-i; _j-och3 

0-CHCF20 
F 



-CHz-Jj-C-H^J ci 



-CH 2 - 



(H 3 C) 3 C^H-N-C^ 
H 3 C H 0 
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WO 01/10439 



PCT/JP00/05260 



Table 1.163 



18 2 



C ° N ^ pd - R2 >( CH 2)r k m n chirality "R 3 -(CHs^CH^G-R 6 



1783 nc-^Q)-ch 2 - 2 2 1 



1784 



1786 



ch 2 - 2 2 1 



1785 cK.ccHjfc-^^-cHj- 2 2 1 



CH 2" 2 2 1 



1787 CHjCC^f-Q-CH,- 12 0 R 



CH 3 

1788 H 3 C-^CH r - 2 2 1 



1789 h 3 co\ ^-ch^- 2 2 1 



1790 o-Q^ch^ 1 2 0 S 

1791 ci-hQ^ch 2 - 1 2 0 S 



H 



H 



H 



H 



H 



-CH 2 -N-C-f > 



H )=/ 
H 2 N 



,CF 3 



- C H 2 -^CH0 
H 2 N 

-CH 2 -^C-/J) 



-CH 2 



H 2 N 



_ C H 2 _M. C _^ 
H 2 N 

_ C H 2 _N. C _P 
H 2 N 



-CH 



CF, 



h y=y 

H 2 N 



PF 3 



-CH 2 -N-C- 

2 H >=/ 

H 2 N 



-CH 2 -^CH0 
H 2 N 



PCF 3 



1792 h 3 c-^- H CH 2 - 2 2 1 



H 



-CH 2 -N-C-^-F 
H 2 N 



1793 



CH2- 



2 2 1 



H 



-CH 2 -N-C-fjKF 
H 2 N 
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18 3 



Table 1.164 



Compd. R o >-(CH 2 ) r 
No. R 2/ 2| 



k m n chirality R 3 -(CH 2 fc+- (CH 2 fc-G-R 6 



R 5 



1794 h 3 c-Q-ch 2 - 2 2 1 



-CH 2 -N-C-f )~ F 



H }=S 
H 2 N 



1795 or\_/- CH 2"- 2 2 1 



1796 ar-4 ^ch 2 - 2 2 1 



1797 hoh^~ch 2 - 2 2 1 



H 



- C H 2 -^C-fJ-F 
H 2 N 

H 2 N 



-CHa-N-C-^J-F 




1798 HaCO-H^-CHj- 2 2 1 



1799 HjOch-hQkc^- 2 2 



-CH 2 -N-C-0-F 
H 2 N 




CHj-N-C-^J-F 
H,N 



1802 



1800 NC-4 >-CH 2 - 2 2 1 



1801 Q-CHj- 2 2 1 



CH,- 



12 0 R 



H 3 CCH 2 0 



'1 803 HO ~^)- CH 2 1 2 0 ' R 

H 3 C 



H 



-CH 2 -^C-^J)~F 
H 2 N 



-CH 2 -^C-fTy-F 
H V=/ 





CF 3 



H 2 N 



1804 h 3 c(Ch 2 ) 2 -(^-ch 2 - 2 2 1 



-CH 2 -N-C-f)-F 
H 2 N 
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Table 1.165 



1 8 4 



C °N m 0 pd ' R^ (CH2) r k m n chira,i{ y R 3 



T 

-(CHs^C^fe-G-R 5 



1805 Br— <^^-CH 2 - 

1806 h 3 co-^^-ch 2 - 



H 3 CO 

1807 ho-{>ch 2 - 



1808 



1815 



h 3 ccJ^~^ch 2 - 



1 809 HO-^^-CHj- 



1810 <jry ;r CH * 



1811 



1812 h 3 cs-\>-ch 2 - 



1813 HaCCHj-^^-CHy- 



1814 ^-^" CH 2" 



CH 3 

H 3 C ~0~ CH2 " 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



9 / SCF 3 



-CH 



Q _/ SCF3 
r^6 



_ CH2 _^c_Q . 

9 ^ SCFa 

-CH 2 -f*c-Q 

9 /-< SCF3 

-ch 2 -n-c-hQ 

-CH 2 -N-C-^J 

-CH 2 -N-C^Q 

9 /-< SCF3 
-CH 2 -N-C-Q 

9 /-( SCF3 

-CH 2 -N-0-Q 

9 /-< SCF3 

-CH^C-Q 



-ch 2 -n-o 



p / SCF 3 



H \— 
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Table 1.166 



1 8 5 



Compd. R S_ (CH v- 
No. Pr 2 1 



k m n chirality R 3 



"(C^AcH^G-R 6 
R s 



1823 



1824 



1816 (Ch,) 3 chh( VcH r 12 0 R 



1817 <CH 3 feCHQ>-CH 2 - 



1818 BrH^-CHj- 

1819 H 3 CO-<Q^-CH 2 - 



HjCO 

1820 H o^>CH 2 - 



H 3 CO^^-CH 2 



1821 



1822 ho-\ >-ch 2 - 



CH, 



1 825 H 3 cs-<(^-CH 2 - 



1826 H;,CCH 2 -\ }-ch 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



-CH 2 -N-C- w 



9 / scp 3 

-CH 2 -N-C-Q 



OCHF, 



_ C H 2 -N-?-^ 



pCHF 2 



9 



,OCHF 2 



,OCHF 2 



OCHF 2 



-CH 2 -Jc-{^ 
-CH.-N-C-Q 
-CH 2 -N-C-Q 
-CH^N-C-Q 
-CH 2 -N-C-^ 



OCHF 2 



-CH 2 -hFC-^> 



OCHF, 
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Table 1.167 



1 8 6 



CC N m o Pd ' r2>~ (CH2) '~ k m n Chiralit y Ri -(CH^fCH^G-R 6 

R 



1827 



CH 2 - 12 0 R 



( OCHF 2 



1828 



ch 3 

H 3 C "\ >-CHr 



12 0 R 



H 



OCHF 2 




1829 H 3 c-y^-CH 2 - 12 0 R 

H 3 C 



" CHr ^ CH ^ 



OCHF 2 



1830 (ch 3 ) 2 ch-\ yen?- 12 0 R 



-CH ; 



pCHF 2 



1831 Br-Q- 



ch 2 - 12 0 R 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-^J 



1832 h 3 coh^-ch 2 - 12 0 R 



9 O^C(CH 3 )3 
-CH 2 -N-C^Qf 



h 3 co 

1833 ho^ch,- 1 2 0 R 



9 <X^C(CH 3 ) 3 
-CH 2 -N-C^Q| 



1834 ^o^-cht 1 



2 0 R 



9 O^C(CH 3 ) 3 



-CH 2 -N-C^Q 



1835 HO-\ /HCH 2 - 1 2 0 R 



9 O^C(CH 3 ) 3 



-CHj-N-C^JJ 



1836 ^D~ CH 2~ 12 0 R 



9 CX^C(CH 3 ) 3 



1837 



CH 2 - 12 0 R 



-CH 2 -N-C 



9 C^-C(CH 3 ) 3 
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Table 1.168 



1 8 7 



Co N m o pd ' **X CH 2)r k m n chirality R 3 



-(PH 2 tefr( 



iCH 2 ) r h-(CH 2 ) T G-R 6 
R 5 



1838 h 3 cs-hQ^ch 2 - 1 2 0 R 



1839 h 3 cch 2 ~{ Vch 2 - 12 0 R 



1840 



1841 



2" 1 2 0 R 



CH 3 

H 3 c ^O" CHr 



12 0 R 



.CHn 




1842 h 3 c-^^-ch 2 - 12 0 R 

H 3 C 

1843 (ch 3 ) 2 ch-hQkch^ 12 0 R 



1844 (CH 3 feC-4>-CH 2 - 12 0 R 



1845 h 3 cch 2 -h(>-ch 2 -- 12 0 R 



ch 3 




1846 h 3 c-^ )-ch 2 - 12 0 R 

H 3 C 

1847 (ch 3 )3Ch(~Vch 2 - 12 0 R 



H 3 CO 

1848 ho-Q-CH 2 - 1 2 0 R 



H 



H 



H 



H 



H 



H 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-HQf 

9 O^C(CH 3 ) 3 
-CH 2 -N-C-^J 

9 0^ C < CH 3>3 
-CH 2 -N-C-^J 

9 CX^C(CH 3 ) 3 

-cH 2 -N- c -<yr 

9 CX^C(CH 3 ) 3 
-CH 2 -N-C-<Qf 

9 O^C(CH 3 ) 3 
-CH 2 -M-C^J 

9 O^C(CH 3 ) 3 



-CH 2 -N-C 



OCHF 2 



-CH 2 -^CH^ 



-CH 



-CHi-ffLQ^ 
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Table 1.16 9 



1 8 8 



C °No Pd ' r^ (CH2) '~ k m n chiral ' t y R 3 ~(CH 2 )p|- 



(CH 2 )p-{-(CH 2 )q-G-R 6 
R 5 



1849 



ch 2 12 0 R 



-CH,-N- 
H 




1851 



1852 



1853 



1857 



1850 h 3 cchj-( Vch 2 - 12 0 R 



CH, 



12 0 R 



CH 



2 1 2 0 R 



H 3 co 



CH,- 



12 0 R 



1854 £^~)~ CH r 12 0 R 



1855 h 3 cch 2 -^-ch 2 - 12 0 R 



PH 3 

1856 H 3 ChQ- C H 2 - 1 2 0 R 



CH 2 - 12 0 R 



1858" Br-( >ch 2 - 12 0 R 



1859 H 3 co-£^-CH r 12 0 R 



H 



H 



H 



H 



' H 




to 



a* 



-ch 2 -^c-£5 



-CH 2 -N-C-^ 



-CH 



0.? 



9 



-CH,-N-C-(. 
H 2 N 




Br 



Br 



H 2 N 
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Table 1.170 



1 8 9 



Compd. R V (CH ) 
No. Pr 21 



k m n chirality p? 



-(CH^CCH^G-R 6 
R 5 



h 3 co 
1860 ^ 



1861 



1862 



1863 



ho-^^-ch 2 - 

HjCO^^-CHj- 



12 0 R 



12 0 R 



ch 2 - 12 0 R 



2" 1 2 0 R 



1864 H 3 cs-\ >-ch 2 - 12 0 R 




CH r 1 2 0 R 



,CH 3 



1865 



1866 H 3 c-y^-CH 2 - 12 0 R h 

H 3 C 



1867 (ch3) 2 ch-\ ycH^ 12 0 R 



1868 (ch 3 )3C-^^-ch 2 - 12 0 R 



1869 BrH hcH 2 - 12 0 R 



1870 h 3 co\ >-CH r 12 0 R 



H 



-CH 2 -N-C-< / > 



H )=/ 
H 2 N 



9 



-CH 2 -N~C- 




.Br 



.8r 



~CH 2 -N-CH0 



Br 



-CH 2 -|vhC-0 
H 2 N 



Br 



-CHrN-c-0 

H 2 N 



Br 



-CH 2 -^C-0 
H 2 N 



-CH 



H 2 N 

-CH 2 -N-C^J 
H 2 N. 



-CH 2 -N-C- 



9 
c- 

H 2 N 




.Br 



H 2 N 

-CH 2 -N-C-0 
H 2 N 
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Table 1.171 



PCT/JPOO/05260 



1 9 0 



C °N^ Pd ' R2^ (CH 2>r k m n chirality R 3 -(CH 2 )^(CH 2 ) 5 -G-R 6 



1871 



1872 



1874 



1875 




R,CC 

HO \J~ CH r 

H 3 CO-^~^-CH 2 - 



12 0 R 



12 0 R 



1 873 ho-^}- 



CH 2 - 12 0 R 



12 0 R 



2 1 2 0 R 



1876 KjCS-^-ch 2 - 12 0 R 



1877 h 3 cch 2 -h^-ch 2 - 12 0 R 



ch 2 - 12 0 R 




1878 



1879 H 3 c-^ /-CH r 12 0 R 

h 3 c 

1880 (CH 3 ) 2 CH-^-CH2- 12 0 R 

1881 (CH^c-^ycH r 12 0 R 



R 5 



-CH 2 -N-C-h0 
H 2 N " 



H 2 N 

-CH 2 -^hCH0 
H 2 N 

H 2 N 



-CH 2 -N-C 




H 

9 



H )=/ 
H 2 N 




-CH 



H ? N 



H 2 N 

-CH 2 -N-E-^0 
H 2 N 

-CH 2 -W-C-0 
H 2 N 

-CH 2 -N-?-0 
H 2 N 
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1 9 1 

Table 1.172 



0 °No d ' r2^ (CH2) '" k m n chiralit y R 3 -(CH 2 )^(CH 2 )q-G-R 6 

R 

__ " 1 ~ N0 2 " 

1882 Br-^_y-CH 2 - 1 2 0 R H -CH 2 ^N-c-f[j 



1887 



1888 



1889 H,CSH >-CH 2 - 1 2 0 R H 



h y=f 



1883 h 3 co-<Q>-ch 2 - 12 0 R H -CH2 ~h C ^(3 

H,N 

h 3 co o A -< NOj 

1884 h^=)_ CH2 - 1 2 0 R H -CH.-^C-p 

NO 2 



H 2 N 



H 2 N 

NO 2 



1886 hohQ^ch 2 - 1 2 0 R h ~ CH2 ~j^"C3 



H )=/ 



1 2 0 R H ~ CH *~!! cH ^5 

0 H 2 N 

ryj~ CH f- 120 R h ~ CH 2-^c~v3 



2 



ff 

c- 

H 2 N 

-cHrji-c-^) 

H 2 N 



1890 HjCchj-hQkchj- 1 2 0 R H ~ ch 2"[|C""^3 



1891 ^^J* -0 ^ - 1 2 0 R H -ch 2 -n-c 



N0 2 

H 2 N 




H )==/ 
H 2 N 



1892 ^c-^CH,- -1 2 0 R H -ch 2 -^?-0 



NO, 



H 2 N 
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Table 1.173 



1 9 2 



C °No Pd * R 2^( CH 2)j k m n chirality 



-(CH 2 ) r f 7 (CH 2 ^G-R 6 
R 5 



/CH 3 

1893 ^cH^y-CH;,- 

H 3 C 



12 0 R 



1894 <ch 5 ) 2 ch-^-ch 2 - 12 0 R 



1895 (CH 3)3 c-\ Vch 2 - 12 0 R 



1896 HjC ^y cHr 1 2 0 R 



1897 H3CS-n(y-cH 2 - 12 0 R 



1898 H3CCH 2 -{ Vch 2 - 12 0 R 



1899 (CH 3 )aCH-/ Vch2- 12 0 R 



h 3 co 

1900 lt _/=\ 12 0 R 



1901 HjCfc^j-^-CHj- 12 0 R 



r CHr 12 0 R 



1902 



1903 (ch 3 ) 2 chh( Vchj- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CH 



9 ^ N ° 2 



-CH 2 -N-C-f > 



H >=/ 



H 7 N 



-CH 2 -||O-0 
H 2 N 



NO 2 



H 2 N 



-CH 2 -N-C-0 
H 2 N 



PCFn 



_ CH2 _J_0 
H 2 N 



PCF 3 



OCF, 



H 2 N 



-CH 2 -N-C-0 
H 2 N 



,OCF 3 



PCF, 



H 2 N 

ff /-X° CF3 
-CHa-^C-Q 

H 2 N 
H 2 N 
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Table 1.1 7 4 



1 9 3 



C °N m o Pd " R> (CH2) r 



k m n chirality R 3 



"(CH 2 ) f | r (CH 2 ) r G-R 6 
R 5 



1904 h^ch^-hQ^-c^- 2 2 1 



1905 



1906 



1 2 0 R 



o-£>ch 2 - 



2"' 1 2 0 R 



1907 ho-hQkch 2 - 12 0 R 



1908 h 3 co-4>-ch 2 - 12 0 R 



1909 h 2 c=ch-Qhch 2 - 12 0 R 



1910 Br-4 >-CH r 2 2 1 



1911 



2 2 1 



1912 hcK />-CH 2 - 2 2 1 



1913 



ch 3 

CH 2 - 



2 2 1 



1914 HjC-^jHCH^ 2 2 1 



H 



H 



H 



H 



9 ° CF3 

H 2 N 



-CH 2 -M-C-/~^ 



OCF 3 



H )=/ 
H 2 N 



-CH 



OCF 3 



H >=/ 
H 2 N 



PCF, 



vT 3 

H 2 N 

-CH 2 -N-C-^J 
H 2 N 

-CH 2 -j|C-<^J 



H 2 N 



-CH 2 -N-C-0 
H 2 N 



PCF 3 



-CH 2 -N-C-0 
H 2 N 



,OCF 3 



-CH 2 -N-C-f > 



OCF. 



H >=/ 
H 2 N 



M" 5 

-CH^N-C-f N ) 



H >==/ 
H 2 N 



WO 01/10439 
Table 1.175 



PCT/JP00/05260 



19 4 



C0 N m 0 pd ' r2^" (CH2) ' _ k m n chiralit y R3 



"(CH 2 ) r }-(CH 2 )5-G-R 6 
R 5 



HjCCHjO 

1915 hohQ-ch.- 1 2 0 R 



1916 ho^>ch 2 - 1 2 0 R 



H3CCH2C} 

1917 ho-Q-ch 2 - 2 2 1 



1918 H (^f>CH 2 - 2 2 « 



1919 



NH 2 

C,^KCH 2 - 



2 2 1 



H 



-CH 2 -IM-C-f > 



0CF 3 



H )==/ 
H 2 N 



-CH 2 -NhCHp> 
H 2 N 



PCF 3 



-CH 2 -I^C-{J 



PCF 3 



-CH 2 -N-C-f N ) 



PCF 3 



H )==/ 



,CF 3 



_ CH2 ^ C _0 

H,N 



1920 



NH 2 

ohQ-ch 2 - 

NH 2 

:h-Q-ci 



2 2 1 



1921 CM fW 1 2 0 R 



NH 2 

1922 cm^ch,- 2 2 1 



H,N 



H 2 N 



OCF3 



ILK 



pCF 3 



h y=^ 



1923 Br-^>-CH 2 - 2 2 1 



H 



-CH 



SCF-, 



1 924 H 3 



ch 2 - 2 2 1 



H 



-CH 2 -N-C-/> 



H \=/ 



1925 



>-ch 2 - 2 2 1 



-CH 2 -N-C-f > 



,SCF 1 



WO 01/10439 



Table 1.176 



1 9 5 



C °N m 0 Pd ' ^>< CH 2)r k m n chirality 



'(CH 2 ) r |7(CH 2 ) 5 -G-R 6 
R 5 



1928 



1929 



1933 



1926 phQhch 2 - 2 2 



1927 hcH /-OH*- 2 2 



CH 2 - 



2" 2 2 



CH 7 - 



*~ 2 2 



1930 H 3 CS-4 >-ch 2 - 2 2 



1931 h 3 cch 2 -h^-ch 2 - 2 2 



1932 o^)"CH 2 - 2 2 




ch 3 . 



Oh 



2 2 



1934 H 3 c-yy-CH 2 - 2 2 

H 3 C 

1935 o 2 N-^HCH2- 2 2 



1936 H 3 c-^^-CH 2 - 2 ' 2 



H 



H 



H 



H 



H 



? W SCF3 
-CH 2 -N-CH^> 



-CH 5 



SCF3 



-CH 2 -{shC-H^ 



.SCFn 



,SCF, 



-CH 2 -N-C- 

2 H W 



-ch 2 -n-c-Q 



-CH 2 -N-C^ 
-CH 2 -N-C-^J 
-CH 2 -N-C-^J 
-CH 2 -N-C-^ 



SCF 3 



SCF, 



-CH 2 -NhC- 

H W 



9 /-< SCF3 

-CH 2 -N-C^Q 



WO 01/10439 PCT/JP00/05260 

19 6 



Table 1.177 



1944 



1947 



1937 <ch 3 ) 2 ch-\ /Vchj- 2 2 1 



°No Pd R 2/ (CHz)r k m n chiralit y R 3 ~(CH 2 ) ? -|-(CH 2 )q-G-R 6 

R 



9 a-< SCF3 

-CH 2 -NhC-Q> 



.Br 



1938 Br -OcH 2 - 2 2 1 - H -ch^^ch 

1939 h 3 CChQ-ch 2 - 2 2 1 H g>£ 



Br 

CH 3 



H \=/ 

Br 



1940 »^7y cH 2- 2 2 1 - h ? r\ ' 

" CH 2"J C "\J" CH 3 



Br 

CH 3 



Br 

1942 ho-h^VcHj- 2 2 1 H $_J-{ 

-cHa-i^cH^J-cHj 



,943 j£>°V 22,. H .^g^n, 

cP" CHr 2 2 ' ' H -^.trfcH, 



H \=/ 

Br 



1945 H3CShOch 2 - 2 2 1 - h .^^-ch, 

1946 H3 cch 2 -^-ch 2 - 2 2 1 H _cH 2 -^?-fCcH3 



> , CH 3 



WO 01/10439 



Table 1.178 



PCT/JPOO/05260 



1 9 7 



Compd. R V(CH 2 )r- 
No. R 2/ 2/1 



k m n chirality F? 



-(CH 2 ) F f7(CH 2 ) T G-R 6 
R 



1948 



1949 



1958 



CH 3 



CH 3 

H 3 C_ \_/- CH 2- 

H 3 C 



2 2 1 



2 2 1 



1950 o 2 n-(\ >-CH 2 - 2 2 1 



1951 h 3 c^(v >-ch 2 - 2 2 1 



1952 Bi-^^-CH 2 - 2 2 1 



1953 H 3 cc-\ >-ch 2 - 2 2 1 



1954 P-^j^^r 2 2 



1955 p_^-ch 2 - 2 2 1 



1956 ho-(~^-ch 2 - 2 2 1 



1957 g^}~ CH 2~ 2 2 1 



CP" 



ch 2 - 2 2 1 



H 



H 



H 



H 



H 



" CHf H C W CHj 
-CH2-^C~^^-CH 3 



9 



Br 



• H 2 -N-C-f )-C , 



-CH 2 -^C-^-F 
-CH 2 -N-C-( = J>-F 
-CH 2 -N-C-^- F 
-CH 2 -N-C-^J^F 
-CH 2 -N-C-^J>-F 
-CH 2 -N-C-^-F 
-CH.-N-C-^J-F 



WO 01/10439 



PCT/JPOO/05260 



Table 1.179 



1 9 8 



Compd. R '>(CH 2 ) i 
No. R 2 ^ 2| 



'j k m n chirality R 3 



-(CH^^Hs^G-R 6 
R s 



1959 h 3 cs-^~^-ch 2 - 2 2 1 



H 



-CH 2 -N-C-H^-F 



1961 



1962 



1963 



1960 h 3 cchj-6 >-ch,- 2 2 1 



CH 3 

H 3 C_ 0- CH 2- 

H 3 C 



2 2 1 



2 2 1 



2 2 1 



1964 o 2 n\ >-ch 2 - 2 2 1 



1965 H 3 C-< V ^-CHj- 2 2 1 



H 



H 



H 



H 



-CH 



-CHj-N-C-^J-F 
-CH 2 -f^C-^J^P 



Br 



-CHa-N-C-i: >-F 



-CH^N-C-^J)-? 



1966 <ch 3 ) 2 ci+\ )-cht- 2 2 1 



Br 



1967 Br-4JHCH 2 - 2 2 1 



1968 H 3 co-^>-cH r 2 2 1 



1969 HOH^-CHjr 2 2 1 



H 



H 



H 



-CH 2 -N- 
H 



_ C H 2 -M-?-0 
H 2 N 




-CH 2 -N-C 

H 2 N 



H 2 N 



WO 01/10439 



) PCT/J POO/05260 



1 9 9 



Table 1.1 80 



c °NT d ' R^ (CH2) r k m n chiralit y r 3 



"(CH^tCH^G- 



1970 o-^}-CH 2 - 2 2 1 



1971 



1979 



1980 



CH, 



2 2 1 



1972 h 3 cs-4^-ch 2 - 2 2 1 



1973 h 3 cch 2 -{ >-ch 2 - 2 2 1 



CH 3 

1974 H 3 cHTW ^ 2 1 



1975 0 2 N-< y-CHr- 2 2 1 



1976 h 3 c-4>-ch 2 - 2 2 -1 



1977 nc^Q-ch 2 - 2 2 1 



1978 (chjjCh-^-chj- 2 2 1 



ch 2 - 2 2 1 



ch 2 - 2 2 1 



H 



H 



H 



H 



H 2 N 



H 2 N 



~CH 2 -^C-fJ) 
H 2 N 

-CHa-N-C-fJ 
H 2 N 



-CHa-N-C- , 




9 




-CH 2 -N-C- ^ 
H 2 N 

9 

-CH 2 -N~C- 

H 2 N 

H 2 N 




9 




-ch 2 -n-c-^ y~F 

H 2 N 

9 



~-ch 2 -n-c-^Vf 

H 2 N 




WO 01/10439 



PCT/JP00/05260 



Table 1.181 



2 0 0 



Compd. R V(CH 2 ) r 
No. Pr 1 



k m n chirality p? 



~(CH 2 Jh- 



p , (CH 2 )^G-R 6 
R 5 



1981 OjN-Q-CHj- 2 2 1 



1982 uc-\}-CH r 2 2 1 



1983 (CHjfecB-^ }~ch 2 - 2 2 1 



1984 Br-4 >-ch 2 - 2 2 1 



1985 h 3 co-^^>-ch 2 - 2 2 1 

1986 ho-Q>-ch 2 - 2 2 1 



1987 ^^~ CH 2- 2 2 1 



1988 



ch 2 - 2 2 1 



1989 h 3 cs-(~^-ch 2 - 2 2 1 



1990 H 3 ccH 2 -4}-CH r 2 2 1 



1991 



CH 2 - 2 2 1 



H 



9 



-CH 2 -N-CHf Vf 




H 2 N 



-CH 2 -N-C-f Vf 



h y=y 

H 2 N 



H 2 N 



_ C h 2 -^L0 
H 2 N 

H 2 N 

- C H 2 -||L0 
H 2 N 

-CH 2 -N-L0 
H 2 N' 

H 2 N 



-CH 



H 2 N 



-CH 2 -Jh0 
H,N 



-CH 2 -N-C-^ 
H,N 



WO 01/10439 



PCT/J POO/05260 



Table 1.182 



2 0 1 



R 1 R 4 
C °N m o Pd ' R 2^ (CH2)r k m n Chirality R3 ^^^(CH^G-R 6 



1992 



CH 3 

H 3 C " H C^ CH 2" 



2 2 1 



1993 o 2 nhQ-ch 2 - 2 2 



1994 H3O 



2 2 1 



1995 nchQhcHs- 2 2 1 



1996 (CH 3 ) 2 ch^^-cH r - 2 2 1 



ch 3 

1997 h 3 c-^-ch 2 - 2 2 1 

H 3 C 



H 



H 



H 



H 2 N 

-CH 2 -|^C-^ 
H2N 

-CH 2 -N-C^0 
H 2 N 

H 2 N 



-CH 



H 2 N 



1998 Br-4 >-ch 2 - 2 2 1 



"CH2-N-C-Q 



1999 h 3 co\ >-ch 2 - 2 2 1 



-CH 2 -N-C-f > 



2000 ^(~~)~ CH2 ~ 2 2 1 



H JVC 



H V=/ 



2001 hcm^-ch 2 - 2 2 1 



-CH 2 -N-C-(J 



2002 ^3~ CH2_ 2 2 1 



H 



-CH,-N-C-(J 



WO 01/10439 
Table 1.183 



PCT/JPOO/05260 



2 0 2 



C N m o Pd ' R^ (CH2)r 

k m n chirality R 3 



~(CH 2 )J-( 



"(CH 2 ) r {-(CH 2 ^G-R 6 
R s 



2003 ^y~ CH 2- 2 2 



2004 h 3 CS-^j>-ch 2 - 2 2 



2005 H3Cch 2 -h( }-ch 2 - 2 2 



ch 3 

2006 h 3 chQ-ch 2 - 2 2 



20 0 7 0 2 n-^^ch 2 - 2 2 



2008 h 3 ch^>-ch 2 - 2 2 



2009 NC-^^-CHjT 2 2 



2010 (ch 3 ) 2 ch-\ ycHj- 2 2 



.ch 3 




2011 H 3 c-yjHCH 2 - 2 2 

H 3 C 

2012 Br-Q-CH r 2 2 



2013 h 3 cch^~^ch 2 - 2 2 



H 



H 



H 



H 



H 



~ CH2 "!T c ~w 

-CH 2 -^C^J> 
-CH.-N-C-^ 



-CH 



-CH 2 -N-C^(J 



? 



-ch 2 -n-c- w 



.a 



-CH 2 -N-C-^ 
-CH 2 -^C-(J 



-CH 2 -N-C-^_J-CI 



WO 01/10439 
Table 1.184 



PCT/JPOO/05260 



2 0 3 



C °No 6 ' R^" (CH2) r k m n Chlrality 



-(CHa^CH^G-R 6 
R 5 



2014 ho-Q-ch 2 - 2 2 1 



2016 



2019 



2022 



2015 o-\_/" CH *~ 2 2 1 
O 



2~221 



2017 h 3 cs-\>-ch 2 - 2 2 1 



2018 h 3 cch 2 -( }-ch 2 - 2 2 1 



j5> 



ch 2 - 2 2 1 



CH 3 

2020 H3 c^ CH2 _ 2 2 1 



2021 o 2 n-\ >-ch 2 - 2 2 1 



CH 2 - 2 2 1 



2023 nchL>-ch 2 - 2 2 1 



2024 <ch 3 ) 2 ch-4 )-CH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



-CH f N:c-(J-a 

-CH 2 -J^C-H^J)--CI 
-CH 2 -|^C-H^JKCI 
-CHa-N-C-^^CI 
-CH 2 -N-C-( = J-a 
-CHa-N-C-^J-a 

~CH 2 -r^c-H^j-a 

-CH 2 -N-C-H^J-a 



• 



WO 01/10439 



Table 1.185 



PCT/JP00/05260 



2 0 4 



Compd. R '>(CH 2 ) r 
No. Pr 2 ' 



R 

k m n chirality p? _ (C H 2) Jj_ (CH w G _ R 6 



R s 



CH 3 

2025 H 3 c-\_y-CH 2 - 

H 3 C 




2 2 1 



-CHj-N-c-^^^J-a 



2026 




CH 2 - 



2 2 1 



-CHjj-JvhC-^J)-!:! 



20.27 Br-nQh-CH 2 - 2 2 1 



2028 H3CO-4 >-CH 2 - 2 2 1 



2029 HO-d >-CH 2 - 2 2 1 



2030 p-y_/-CH 2 - 2 2 1 



2031 



2032 



2 2 1 



2- 2 21 



CH 3 

2033 h 3 c-0-ch 2 - 2 2 1 



2034 0 2 N-\ >-CH r 2 2 1 



2035 H 3 c-\ )-CH 2 - 2 2 1 



H 



-CH 2 -fvhC~f > 



H )=/ 
H 7 H 



9 

H 2 N 




H 2 N 



Br 



Br 



9 



-CH 2 -[|C-p 
H 2 N 



Br 



-ch 2 -J-h0 

H 2 N 



.Br 



_ CHr N- CH Q 



Br 



Br 



H 2 N 



Br 



H 2 N 



-CH 2 -N-^-0 



WO 01/10439 



PCT/J POO/05260 



Table 1.186 



2 0 5 



Compd. "S-tCHoV- 
No. Pr ' 



k m n chirality R 3 



"(CH 2 ) ? -f-(CH 2 ) ? -G-R 6 
R 



2036 nc-Q-ch 2 - 2 2 1 



2037 h 3 chQkch 2 - 2 2 1 

H 3 C 

2038 f-^y C H 2 - 2 2 1 



H 



H 2 N 



-CH 2 -N-C-f > 



8r 



H )=/ 
H 2 N 



H )=/ 
H 2 N 



2039 h 3 c^>-ch 2 - 2 2 1 



-CHa-N-C-Kl 
H CN 



2040 H3C-^^CH 2 - 12 0 R 



H 



_ ch ^n-c-CH-^_) 



2041 H 3 c-i>-CH 2 - 12 0 R 



9 ? CH 3/=V 
-CHr-N-C-CH-^J* 



2042 h 3 c-(>-ch 2 - 12 0 R 



2043 HjO-Q-CHf 12 0 R 



2044 



2045 



2046 



CH 3 

CH 2 - 
CH 3 
CH 3 
>-CH 2 - 
CH 3 
CH 3 

CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



9 H3< ~Y CH3 

- cH *-[t c -y4 

H 3 C 

9 , CH 3 
-CHg-N-C-CH,-^} 

CH 3 



. CH2 -N-C-^0-^ 
-CHj-N-C-/ - ^ 

h y=f CI 
-cH r N-c-Q 



/ CHj 



WO 01/10439 



Table 1.187 



PCT/JPOO/05260 



2 0 6 



Compd. R V (CH v_ 
No. R 2/ 2I> 



k m n chiralily R 3 



-(CHaJ^-j-CCH^G-R 5 
R 



2047 



2048 



2049 



2050 



2051 



2052 



2054 



2055 



2056 



2057 



CH, 



CH 2 - 12 0 R 



CH 3 
CH, 



CH 3 
CH 3 

CH 3 



12 0 R 



ch 2 - 1 2 0 R 



CH,- 12 0 R 



CH 2 - 



1 2 0 R 



^-ch 2 - 2 2 1 

OCH 2 CH 3 



2053 Q. CHK ^_ CHr 2 2 




H 3 CO — ^ » — CHg"" 



2 2 1 



h 3 co 



Q- 



ch 2 - 2 2 1 



OH 

^-<*r 2 2 1 

F 



H 3 CO-^^CH2- 



2 2 1 



H 



H 



H 



H 



H 



-CMr-«-C-/~S 



CHjCHj 



HN-\ /-OCH2CH 3 



O 



CH 3 

_ CH2 _^ C _^J 

-CH 2 -N-C-^J— F 
' H 2 N 




-CH 2 -jsj-C-^>-F 
H 2 N 

P 




-CH^N-C-^ V F 
H 2 N 




9 



-CHa-N-O-f V-F 
H 2 N 

9 




CH^N-C-^J-F 
H 2 N 

H 2 N 



WO 01/10439 



PCT/J POO/05260 



2 0 7 



Table 1.188 



Compd. R V(CH 2 ) r 
No. R 2/ 21 



k m n chirality R 3 



"(CH 2 )i(CH 2 )5-G-R 6 
R 5 



2058 



H3C0OCH3 

Q-CH, 



2 2 1 



-CHz-N-C-^-F 
H 2 N 



2059 0"°~0~ CHr 2 2 1 



2060 



H3CO 



h 3 CO-^^-ch 2 - 2 2 



0CH3 



-CHr-M-C-fVF 
H 2 N 

9 




-CH2-M-CH^J-F 
H,N 



2061 



2062 



2064 



F> CH3 



^-ch 2 - 



2 2 1 



H 3 CO-^-CH 2 - 2 2 1 



H3C0 

2063 h 3 chTj>-ch 2 - 2 2 1 
H3C0 




CH,- 



2 2 1 



H3CCH20 

2065 H 3 CCH 2 C>0-CH^ 2 2 1 



H 



H 



H 2 N 




HZ-N-C-^J-I 
H 2 N 




• CH? -!r c - >=/ 

H 2 N 




H 7 N 



dOCH 2 -\ / 



-CH 2 



2 2 1 



H 2 N 



-CHj-N-C-^J-F 



2067 (H^IjCHCHj-^^-CHj- 2 2 1 



2068 



2 2 1 



H 



H 2 N 




H 2 N 



WO 01/10439 



PCT/JPOO/05260 



2 0 8 



Table 1.189 



C °N m o Pd ' R^" (CH2) r k m n chirality 



(CH 2 )p|-(CH 2 )q-G-R 6 
R 5 



2069 



2070 



2071 



2073 



2074 



2075 



2076 



2077 



2078 



2079 



H3C Ux 

h 3 co-Qkch 

Bt 



_ 2 2 1 



<Q-ch 2 - 

OCH 3 
H 3 COH^-CH : - 



2 2 1 



2 2 1 



OCH 3 



2072 (H3C) 2 cho-\ Vchj- 2 2 1 



CH20 

0~ CHj " 



2 2 1 



HjC' 



H3CO 

W-ch 2 - 2 2 1 

F 



2 2 1 



CHo- 2 2 1 



OH 

H3CCH2Q OH 




CHr 



H 3 CO-^KCH 2 - 



2 2 1 



2 2 1 



H 



H 



H 



H 



-CHjr-N-C-f y-F 




H 2 N 



H 



H 2 N 
H 2 N 




9 




-CHa-N-C-^J-F 
H 2 N 

H 2 N 




9 




H 2 N 

9 




H 2 N 



-CH2-N- 




„ P 
H 2 N 




H 2 N 

-CHz-rsf-C-^-F 
H 2 N 



HoN 



WO 01/10439 



PCT/JPOO/05260 



2 0 9 



Table 1.19 0 



Compd. R V (C H 2 ) r k m n chirality R 3 
No. R 



-d6 



-(CH 2 ) F +-(CH 2 ) r G-R 
R 5 



2080 



2081 



2083 



2084 



2085 



2089 



H 3 C °-0" CHj " 



HO-^^-CH 2 - 



2 2 1 



2 2 1 



2082 H3CC hCW 2 2 1 



H 3 CO 



Br 
H 3 CO 



12 0 R 



1 2 0 R 



^ -CH 2 - 

H3CO 

h 3 co-^Jhch 2 - 

CI 

2086 HO^TW- 1 2 0 R 



1 2 0 R 



2087 (h 3 C) 2 n-< >-CH r 1 2 0 R 



2088 <h 3 cch,)jI>>-£)-ch,- 12 0 R 



1- 



1 2 0 R 



2090 O -0 "^^ 0 " 2 " 1 2 0 R 



H 



H 



H 



H 



H 



H 




H 2 N 

9 





-CHg-N-C-f V F 

H .)==/ 

H 2 N 

? 

-CH2-N-C 

H 2 N 

-CH,-N-C-p 
H 2 N 



9 



-CHa-M-C 




rs 



H 2 N 



H 2 N 



.CF 3 



-CH^O 




H 2 N 




-CH^N-C^ > 



H 2 N 



P^3 



CF 3 



H 2 N 



-CHj-N-O 

H 2 N 



WO 01/10439 



PCT/JP00/05260 



Table 1.191 



2 1 0 



^nT' r^ (CH2) *~ k m n chiralit V R 3 



1CH 2 )pt(CH 2 )^G-R 6 



2091 o-^^-CH r 2 2 

2092 ch-h^^-ch 2 - 2 2 



2093 C)-^jHCH 2 - 2 2 



2094 chh^^~ch 2 - 2 2 



2095 



2096 



2097 



2099 



CH 2 - 2 2 



>-CH 2 - 2 2 



ch 2 - 2 2 



2098 o-^^-ch 2 - 2 2 



Lr^ 2 2 



2100 a-< )-CH r 2 2 



2101 ohQ-CH 2 - 2 2 



H 



H 



H 



jj> / OCH2CH3 



( 9 

3H-N-C- 



-CH-N- 



OCHjCHj 



w 

CH 2 CH 2 SCH 3 



OCHjCH, 



(fl <? 
CH 2 



OCH2CH 3 



) 



,OCH 2 CH3 



C(CH 3 ) 3 

<« f >i OCH2CH3 

n OCHjCH, 
-CH-N-C-^J^ 



CH 2 C H 2 C H3 



-CH-N-C- w . 



OCH2CH 3 



-CK-N- 
CH 2 -^^-OCH 3 



PCH2CH3 



OH-NJ-C-^J) 



pCH2CH 3 



cht-O-ochj-Q 



WO 01/10439 



PCT/JP00/05260 



2 1 1 



Table 1.192 



Compd. r V (C h 2) k m n chirality R 3 
No. R z 



-(CH 2 )^(CH 2 ^-G-R 6 
R 5 



2102 



2103 



2109 



2110 



2111 



Ch 2 - 2 2 1 



ch,- 2 2 1 



2104 ohQ>-ch 2 - 2 2 1 



h 3 cooh 
2105 /=<^__ 2 2 1 



(J^ch 2 - 



H3COH 

2106 ^ch,- 2 2 1 



2107 B "YVch 2 - 2 2 1 



CH 3 

2108 QcVch 2 - 



2 2 1 



3 \>-ch 2 - 2 2 1 



H3CCI 



H2 t>-CH 2 - 2 2 1 



2 2 1 



2112 H3CO-^)-CH 2 - 2 2 1 
H3CO 



H 



H 



H 



OCH 2 CH 3 



t P 
— CH-M-C- 

CH 2 CH 2 -Q-OCH 2 ~ 



H2CH3 



• off 

H 3 C-CHOCH 2 -^^ 

( } O OCH 2 CH 3 

-CH-N-C--^3 
CH 2 CH r C-OCH 3 
6 R 

H 2 N 
H 2 N 

-CH^C-^-F 
H 2 N 




H 2 N 




H 2 N 

9 




H 2 N 

V / V 




-CHirN-C-^J-F 
H 2 N 



-CH2-N-C-- 




WO 01/10439 



PCT/JPOO/05260 



2 1 2 



Table 1.193 



c °N m 0 pd ' r^ (CH2) " k m n chirali 'y R 3 



R 4 

-(CH 2 ) F |-(CH 2 ) 5 -G-R 6 
R 



2113 



H 2 N 



2 2 1 



2114 h 3 c3>ch^ 2 2 1 



2115 



2118 



2122 



2123 



CH 2 - 2 2 1 



2116 chQ- 



CH 2 - 2 2 1 



2117 o-Q>-ch 2 - 2 2 1 



CH 2 - 



1 2 0 R 



OH 

2119 HO^CH,- 1 2 0 R 



2120 12 0 R 



Br-\_/~CH 2 - 



OCH 3 

2121 hchQ-ch 2 - 1 2 0 R 




i~CH 2 - 



12 0 R 



r 




/-CHjr 12 0 R 

N0 2 



H 



H 




-CH-N-C— 
CH(CH 3 )CH 2 CH 3 

< ff w 0CHjCH3 

-CH-N-C-f ^ 



CF 3 



-CHa-N-C-fJ 
H 2 N 

-CH^fJ-C-Q 
H 2 N 



H 2 N 



9 




CF 3 



H 2 N 



H 

9 



H 2 N 



-CHz-N-i 




PF 3 



H 2 N 



WO 01/10439 



PCT/JP00/O5260 



2 1 3 



Table 1.194 



Compd. R V(CH ,) r 
No. R 2/ 21 



k m n chirality R 3 



iCH 2 J-(CH 2 )^G-R 6 
R 5 



2124 



0 2 N 



CH2- 



1 2 0 R 



H 2 N 




CF 3 



2125 



2127 



2128 



0 2 N 

HsCO-^Q-CHz- 



12 0 R 



0 2 N 



2126 H3C _^ch 2 _ 1 2 0 R 



C^hch 2 - 12 0 R 



NH 2 



H,N 



1 2 0 R 



2129 h 3 cOch 2 - 1 2 0 R 



H 



H 



H 



_ CHr ^ CH 0 

H 2 N 



H 2 N 

. CH2 -N-C-^J 

. H 2 N 



-CH2-N-C- 



9 

C- 

H 2 N 




-CH^C ^ 
H->N 




PF 3 



.CF 3 



2130 



2131 



2132 



2133 



2134 



2 2 1 



CH 3 

^-CH,- 2 2 1 



CH 3 



H 2 N 



CHj- 



12 0 R 



(H 3 C) 2 N 



c^>ch 2 - 1 2 0 R 



^ Y^-ch 2 - 12 0 R 

N(CH 3 ) 2 




H 



H 



-CH.-J^J-F 
H 2 N 



-CH^-N- 




? 



H 2 N 



H 2 N 



.CF 3 



-CH^N-O 




H,N 



H 2 N 



WO 01/10439 



PCT/J POO/05260 



2 1 4 



Table 1.195 



C N m o Pd ' R2> (CHz) r k m n chirality R 3 



R 



-(CH 2 )H--(CH 2 te-G-R 6 



R ; 



(H 3 C) 2 N 

2135 h 3 coO-ch 2 - 1 2 0 R 



2138 



2139 



2140 



2141 



2142 



2143 



2144 



2145 



(H 3 C) 2 N 



2136 u_,J = V,u_ 1 2 0 R 



CH 3 

2137 o-^ov 1 2 0 R 



CH 3 



12 0 R 



H 3 Q 



CH 3 
CI 



ch 2 - 1 2 0 R 



CH 3 



CH 2 
NH 2 



HpN 



HO-^jKCH 2 - 
OhQhcH 2 - 




CH r 



HN-^-CHj 
" O 



HsCOH^^-CH,- 



H 2 N 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



9 



H,N 




9, 

-CH^-N-C— f 




HoN 



H 2 N 



, CF 3 



P^3 



CF, 



-CH^C- 



H 2 N 

9 



n" /-< CF3 

_CH 2 -j r c-0 
H 2 N 



9 

-CH^-M-C- 



H 2 N 




-CH 2 -J^C-^J-F 



-CH^-N-C~/^-F 
H 2 N 




H 2 N 

9 



.CF 3 



-CH 2 -N-C-0 
H 2 N 



.CF 3 



H 2 N 



WO 01/10439 



PCT/JPOO/05260 



2 15 



Table 1.196 



Compd. V(CH 2 ) r k m n chirality R 3 -(CH 2 b-f-(CH 2 fe-G-R 6 
No. R 



2146 



2147 




CH 2 - 2 2 1 
NH 2 



9 

H 3 C-C-NH 



H 3 C 



2 2 1 



CH 2 - 



H 



R 5 



-CH 



H 2 N 



-CHj-N-C-^-F 
H-.N 



2148 



<3 

H 3 C-C-NH 



2 2 1 



CH 2 - 



0 2 N 

2149 HOHfW 1 2 ° R 



H 



H 2 N 

H,N 



2150 



2151 



2152 



2153 



2154 



9 

HjC-C-NH 



12 0 R 



CH 2 - 




CH r 1 2 0 

HN-f-CHj 
O 



9 

HaC-C-NH 



H 3 CO-\ /-CHjr 

9 

HjC-C-NH 

H 3 C "<V~)- CH 2- 



9 

HjC-C-NH 



H 3 C< 



12 0 R 



12 0 R 



2 2 1 



CH 2 - 



H 



-CH 2 -N-C-f . > 



CF 3 



H 

H 2 N 



-ch 2 -w-ch: / n ) 



,CF 3 



H )=/ 
H 2 N 



-CHo-N-C-f > 



h y=/ 

H 2 N 



-CH 2 -lvhC-f X > 



PF 3 



H )=/ 
H 2 N 



-CH 2 -f^C-f > 



CFn 



h )=/ 



2155 



2156 



9 

h 3 c-c-nh 



2 2 1 



CH 2 - 



CH r 2 2 1 

HN-f-CHa 
O 



H 



PF 3 



_CH 2 ^cH0 
H 2 N 



9. 



CF 3 



_ CHr .^ c _0 

H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 6 



Table 1.197 



Compd. R '\ (CH } 
No. R 2 ^ 2 J 



k m n chirality R 3 



-(CH 2 ) r | T (CH 2 )^G-R 6 
R 5 



2157 



CH 3 



1 2 0 R 



H 3 C-NH 

2158 hoh>>ch 2 - 1 2 0 R 



H 



H 2 N 



H 3 C-NH 

2159 b,cc^>ch 2 - 2 2 1 



H3ONH 

2,60 HO-O- 



2161 



2162 



2163 



2164 



2167 



CH ? 



H 3 C-NH 



h 3 c-nh 



H 3 



H3C-NH 



OU 



CH 2 - 



HO"H^-CH 2 



,CH 3 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



2165 ry cH 1 2 0 R 

N 



2166 (VcH r 12 0 R 



CH 2 - 



12 0 R 



H 



H 



H 



-CH^CH^^F 
H 2 N 

-CH^N-CH^-F 
H 2 N 

-CHr-rj-c^Q^F 




H 2 N 



9 




CF, 



-CH 2 -N-C 

H )=/ 

H 2 N 
H 2 N 

-CH.-N-C-Q 
H 2 N 



-CHr.N-t0 

H 2 N 



H )=/ 



9 



H 2 N 



WO 01/10439 
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2 1 7 



Table 1.19 8 



R 1 

Compd. V(CH 2 ) r k m n chirality 
No. Pr 



-(CHaJpf-CCH^G-R 6 
R 5 



c-och 3 

2,68 



2170 



2172 



2173 



2175 



2176 



2177 



2178 



CHj 
-CH 3 

2169 H ,C-Q^9H- 

CH 3 

a 



0 



2171 H3C xy^- 



CH 2 - 



m)" CH 3 



H 3 C CH 3 

2174 Br _/y^_ CH2 _ 



h 3 ccH/^-ch 2 - 




H,C 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H3COH 
fQ-CH 2 - 1 2 0 
CH 2 OH 



P 



1 2 0 R 



H 



H 



H 



H 



H 



-CH 2 -W-C- 



H 2 N 



CF 3 



CF 3 



H 2 N 
H 2 N 

-CH 2 -N-C-f J 



H )=/ 
H 2 N 

_ C „ 2 _^ C _^J 

H 2 N 

-CH 2 -N-C-^J 
H 2 N 



-CH 



pF 3 



H >==/ 
H 2 N 



-CHo-N-C-f N ) 



, CF 3 



H >=/ 
H 2 N 



C H 2 _N-c^p 
H,N 



_ C H 2 -n- C -0 
H 2 N 



-CH 2 -N-C-f X > 



,CF 3 



H )=/ 
H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 8 



Table 1.1 99 



CO N m o Pd ' R2> (Ch2) r 



k m n chirality R 3 



ICH^CCH^G-R 6 
R 5 



2179 



2181 



2182 



2183 



2184 



2186 



2187 



2189 



H 3 C-£' 
O 



ch 2 - 12 0 R 



2180 ci-hQ>-(CH 2 ) 2 - 12 0 R 



niC Txv< 



on,- 1 2 0 R 



ch,- 12 0 R 




\-Oi r 1 2 0 R 



N^^-CH r 




H 

HO ~O h ' CH2 ~ 





2 2 1 



2185 UT^ch 2 - 2 2 5 



2 2 1 



12 0 R 



2188 o-/^_cH r 2 2 1 



/ Vch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-/~^ 



CF, 



h y=J 

H 2 N 



H 2 N 



CF 3 



CF, 



_ C H 2 -n. C -0 
H 2 N 

H 2 N 

H 2 N 

~CH^N-C-h^^F 
H 2 N- * 



-CH 2 -N-C-f > 



H >=/ 
H 2 N 



-CH 2 -N-C-f > 



H )=/ 
HjN 



H 2 N 



CF 3 



H )=/ 
H 2 N 



-CH 2 -rvhC-/^i 



, CF 3 



H )==/ 
H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 19 



Table 1.200 



c °N m o pd ' r^~ (CH2> ~ k m n chirali, y 



R 3 ~(CH 2 ) r t-(CH 2 )q-G-R 6 
R s 



2190 



2191 



2193 



2196 




°0^~)-CH r 



2192 ^CH 2 - 



H 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 2 N 

2194 h 3 ch(>ch 2 - 2 . 2 1 



2195 f-Z^V™ 2 2 1 



H 3 C-NH 



H 3 C 



12 0 R 



h 3 onh 

2197 H 3 CO^>CH 2 - 1 2 0 



H3ONH 

2198 c ^>ch 2 - 1 2 0 R 



H3ONH 

21 " H 3 C-^CH 2 - 2 2 1 



H3ONH 

22 oo cl J=w 2 2 1 



H 



H 



H 




9 /- 

-CHj-N-C-O-F 



H 2 N 

9 



-CH 2 -N-C-^J 
HoN 



CF 3 



H 2 N 
H 2 N 



~CH 2 - 



CF 3 



H >=/ 



H 2 N . 



, CF 3 



H 2 N 
H 2 N 

-CHjr-lvhC-f > 



H )=/ 
H 2 N 



H >=/ 



H,N 



P F 3 



WO 01/1043!) 



PCT/JP00/05260 



2 2 0 



Table 1.201 



C 7o Pd ^< CH *>r 



R 

k m n chirality R 3 -(CH 2 )^-|-(CH 2 )r-G-R 6 



2201 



2202 



2204 



2205 



2206 



2208 



2209 



2210 



H 3 C-NH 
H 3 C- 



"INn 



V 



H 

°^>CH 2 - 



2 2 1 



12 0 R 




2203 LK_ CHa _ 2 2 1 



/=< CH3 
C^Q^CH 2 - 



_.CH 3 



CH 2 - 



/=< CH3 
HC> ~0~ CH2 ~ 



.CH 3 

2207 /=< 



H0 V_/~ CH2 " 



°-0- 



HN- CH 3 



CH 2 - 



HM-CH 3 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



H 



H 



H 



H 



H 



H 



9 A 

-CHj-N-C-fJ-F 
H 2 N 

H 2 N 

-CH^N-C-/^F 




H 2 N 

i? 



-CH 2 -N-c-np 

H 2 N 



? 




-CHj-N-ofJ-F 
H 2 N 

-CH 2 -N-C-fJ 
H 2 N 



9 




-CHr-N-C-^J-F 
H 2 N 

H 2 N 



i? 




H 2 N 



-CHj-N-C-^J-F 



,CF 3 



2211 



2 2 1 



H 



-CH^N-C-p 
H 2 N 



WO 01/10439 
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2 2 1 



Table 1.202 



C °N m o Pd ' R 2>" (CH2) r k m n chiralit y R3 ~(CH 2 )p-|j(CH 2 )5-G-R 6 



2212 



2213 



2215 



2216 



2217 



2222 



jf£> CH *- 

H 



H 2 N 

C^Q-CH 2 - 



2 2 1 



2 2 1 



H 2 N 

2214 H3C _£y cH2 _ 2 2 1 



H 3 C-HN 
CI 



12 0 R 



HN 

:h^3-CH 2 - 



PH 3 

n-CHr 1 2 0 



H3C CH 2^~~ |^ 



. R 



H3C06 

h 3 chVch 2 - 

CH 3 



12 0 R 



2218 Ch-£^-CH r 12 0 R 

2219 ch-Q-CHr 1 2 0 R 

2220 chhQ^ch 2 - 12 0 R 

2221 CMQ-CH r 12 0 R 



H 3 c 




co 2 ch 3 



CH r 12 0 R 



ch 3 



H 



H 



H 



H 



H 



H 




9 \ 



H 2 N 



-CH 2 -N-C-f > 



H >=/ 
HpN 



-CHrN-o-0 

H 2 N 



.CF 3 



-CH 2 -N-C-f \ 



,CF 3 



H >=/ 
H 2 N 



H 2 N 



-CH 2 -N-C-< / J 



H >=/ 
H 2 N 



HN 
0 C H 



-CH 2 -N- 
H 



-CH2-N- 

H 



o c tO" chcch * 
-CHrN-c-£} 



-CH 



H 2 N 



,CF 3 



WO 01/10439 



PCT/JPOO/05260 



2 2 2 



Table 1.203 



Co N m o Pd - R>< CH *>r k 



R 4 



m n chirality R 3 -(CH 2 ^-f-(CH 2 k-G-R 6 



2223 d-Q-CHf 12 0 R 

2224 o-(J^ch 2 - 12 0 R 



2225 Ci-^^-ch 2 - 1 2 0 



2229 



2230 



2231 



2232 



2233 



H 3 a 



ci 



CH2- 1 2 0 R 



CH 3 



2226 



2227 a-f Vch 2 - 12 0 R 



2228 o-h^-ch 2 - 12 0 



r 




\^- CH 2- 1 2 0 
CH 3 



. P»3 
HjCCHj-^^-CHj- 



CH, 



12 0 R 



H 3 CCM^CH 2 - 1 2 0 R 



H 3 C 

H 3 CO-Q^CH 2 
CH r 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



-CH 2 -N-G x M 
H rf N 




CF, 



CF, 



-CHj-N- 



F 3 C 



-CHr-N"_ , , 
H VN 



-CH^N-O-Q 
H 2 N 

Irf* 

0 C "|[O" N|CH3k 

Lrf* 



H 2 N 



cf 3 
PCF 3 



p / OCF 3 



H 2 N 

9 
■c- 



-CH 2 -N-C 

H W 




H )=/ 
H 2 N 

H 2 N 



WO 01/10439 



2 2 3 



PCT/J POO/05260 



Table 1.204 



Compd. R S_(CH 2 ) r 
No. FT 2,1 



k m n chirality 



-(C^JjrhcH^G-R 6 
R 5 



2234 



2235 



2236 



2237 



2238 



2239 



2240 



2241 



2242 



ay 



CH 2 - 
CH 3 

H 

CH 2 - 



H 



CH 2 - 



CH 2 - 



H 



H 
CH 2 - 



CH; 

ay 



CH 3 
CH 3 

H 

CHo- 




CH 2 - 



CH 3 ' 



1 2 0 R 



12 0 R 



1 2 0 R 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



2243 (h 3 C) 2 n-\ >-ch 2 - 12 0 R 



2244 




CH 2 - 



1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



P^3 



-cHrj|o-0 

H 2 N 



PCF 3 



-CH 2 -N- 



P ^Y° CF3 



HoN 



H 2 N 



-CH 2 -N-?-H0 
H 2 N 



.OCF, 



H 2 N 



.OCF, 



-CH 2 -N-C-H0 
H 2 N 

-CH r ^C-0 
H 2 N 

H 2 N 



-CH 2 -N-C-H0 
H 2 N 



.OCF, 



-cHrN-c-p 

H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 2 4 



Table 1.205 



C °NT d ' R 2^" (CH2) i k m n chir a'ity R 3 -(CH 2 )p^-(CH 2 )5-G-R 6 

R 5 



2245 ^Y^y CHr 1 2 0 R 



-CHjrN-C-fJ 



2246 HjCCivV 



2247 (HiOjcwV 



2248 



2249 



2250 



2251 



2252 



2253 



2254 



2255 



CH 2 - 



1 2 0 R 



H 2 N 

H 3 CCmQ-CH2- 



H 2 N 



HO ~t}~ CH 2 



H 2 N 



H 



F F Hr 



^b-c^ 1 2 0 R 



12 0 R 



1 2 0 R 



12 0 R 



1 2 0 R 



2 2 1 



2 2 1 



CH 2 



CH 2 - 



H 3 Ci 



CH 2 - 

> 2 2 1 

N 
H 

CH 2 - 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



9 




.CFo 



H 2 N 




— CHjpN-C 

H )=J 

H 2 N 

-CHrM-o-p 

H 2 N 



-CH 2 -N-Oh0 
H 2 N 



H 2 N 



-CH^-N-C-f > 



h y=/ 

H 2 N 



H 2 N 



.CF, 



H 2 N 



.CF, 



9 
C- 

H 2 N 
H 2 N 




.CF 3 



WO 01/10439 



PCT/JPOO/05260 



2 2 5 



Table 1.206 



Co N m o pd - p2>(CH 2 ) r k m n chirality 



-(chAch^g-r 6 

R 5 



2256 



2257 



2264 




CH 2 - 



CH 3 



H 



H 3 CQ 



CH 2 



2 2 1 



2 2 1 



2258 ChnQ-CH^ 12 0 R 



2259 h 3 cs-^^-ch 2 - 



1 2 0 R 



2260 ch^>CH r 12 0 R 



2261 C)-h^^ch^ 12 0 R 

2262 h 3 cs-^~^-ch 2 - 12 0 R 




2263 _/~V CHr 1 2 0 S 



a-^^CHr 1 2 0 S 



2265 HaCSH^^-CHjr 1 2 0 S 

2266 o-Q^CH r 1 2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



.CF, 



-CH^-N-C- ^ 
H 2 N 



- CH ^ C - >=/ 

H 2 N 



CH 3 

-ch-n-c-^J-ci 

CH 3 
CH 3 
CH 3 
CH 3 



P 



CI 



CH, 



CH 3 

<s) 9 

CH, 



CH 3 



WO 01/10439 



PCT/JP00/05260 



2 2 6 



Table 1.207 



C °N m o Pd - R^> (CH ^r " 



m n chirality R 3 -(CH 2 )J-(CH 2 fc-G-R 6 



2267 



2268 



Ch^>CH 2 - 2 2 1 



c\-(2)-CH r 2 2 1 



2269 h 3 cs-^~^ch 2 - 2 2 1 



2270 



2271 




V CH2 - 2 2 1 



ch 2 - 2 2 1 



2272 HaCS-Q-CHr 2 2 1 

2273 Ch K_ c 2 2 1 



2274 H 3 c 



2275 



CH 2 - 2 2 1 




/-ui 2 - 



CH?- 



2 2 1 



2276 o-<^-ch 2 - 2 2 1 



2277 h 3 c 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



-jH-NhC-^J-C. 
CH 3 

_jH-^ c _Q_ c| 
CH 3 

-CH-N-C-^J-CI 
CH 3 



(S) i? /-V 

CH 3 
CH, 



(S) p 

-CH-N-C-N 
I H H 

CH, 



-fH-N-0-<^-a 
CH(CH 3 ) 2 



CI 



-JH-N-C-^Od 
CH(CH 3 ) 2 

(S) » /=\ 
CH(CH 3 ) 2 

CH(CH 3 ) 2 
(S) 9 /=v 

-rH°-!rO 

CH(CH 3 ) 2 
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2 2 7 



Table 1.208 



C °N m o Pd r^ CH *" k m n chirality R» 



R* 



(CH 2 )^(CH 2 )^G-R 6 



R 



2278 a^_cH r 



12 0 R 



2279 o-^^-ch 2 - 12 0 R 



2280 a-f\- CHg- 12 0 S 



2281 h 3 csH^-ch 2 - 1 2 0 S 

2282 o-Q-ch 2 - 2 2 1 



2283 h 3 cs-A yoH 2 - 2 2 1 



2284 „ ^ 2 2 1 



CM^^-CH 2 - 



2285 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



CH 3 H 2 N 



.CF, 



CH 3 H 2 N 



.CF, 



-CH-^C-p 
CH 3 H 2 N 



(S) |p 

-CH-N-G 
CH 3 H 2 N 



) / 



,CF 3 



(S) 

CH 3 H 2 N 



.CF. 



J H >=/ 

CH 3 H 2 N 



.CF, 



-IPs 



(S) 

— CH-N-C- . 
I H \=< 
CH(CH 3 ) 2 CF 3 

CH(CH 3 ) 2 CF 3 



2286 h 3 c&-^^-ch 2 - 2 2 1 



2287 Ch-^^-CHj- 2 2 1 



2288 h 3 c 



CH2- 2 2 1 



H 



H 



H 



CH(CH 3 ) 2 CF 3 
(S) if /=\ 
CH(CH 3 ) 2 

-ch-^ohQ-c, 

(CH 2 ) 2 CONH 2 
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Table 1.2 0 9 



2 2 8 



r 

k m n chirality R 3 



-(CH 2 ) F ^-(CH 2 )^G-R 6 
R 55 



2289 



2290 



2291 




CH r 



2 2 1 



CHhQ-CH,- 2 2 1 



Q-(3-CH r 2 2 



2292 h 3 cs-Q^ch 2 - 2 2 1 



2293 o^>c Hr 2 2 1 



2294 a-^y-cH r 2 2 1 

2295 h 3 cs-^~^-ch 2 - 2 2 1 



2296 ... /-VcHe- 1 2 0 R 




2297 H 3 cs-(y-CH 2 - 12 0 R 



2298 



a-^ycHr 1 2 0 R 



2299 h 3 c 



CH 2 - 1 2 0 R 



H 



H 



H 



H 



H 



(CH 2 ) 2 CONH 2 



CI 



CH 2 OH 

-jhH^cnQ-ci 

CH 2 OH 

CH 2 OH 

(S) « /=\ 
CH 2 OH 

CH 2 OH 

CH 2 OH 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 
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Table 1.210 



2 2 9 



Co N ^ pd - ^(CH 2 ) r k m n chirality R 3 



tf 4 

-(CHg^CH^G-R 6 
R 5 



2300 ci-^-CH r 1 2 0 S 



2301 c^y cHr 1 2 0 S 



2302 



2305 



Ay 



1 2 0 R 



2303 a-^J^-av 12 0 R 

2304 h 3 cs-^^ch^ 1 2 0 R 



1 2 0 S 



2306 . H 3 c 



2307 :&-{^y- 



ch 2 - 1 2 0 S 



CH 2 - 12 0 R 



2308 h 3 cs-^~^-ch 2 - 12 0 R 



2309 c ^ KGHr 1 2 0 S 



2310 



VcH 2 - 1 2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



-<j:H-j|C-^J)~CI 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 CF 3 
NH 2 

(S) P A 

(CH^SOsCHaCFa 
NH 2 

— CH-N-C-f ^ 
(CH Z ) Z S0 2 CH3 CF 3 



-c-f > 



(S) 

-CH-N-C- x 
I H \=< 
(CH 2 ) 2 S0 2 CH 3 CF 3 



(S) 

— CH-N-C- , , 
I H \=< 

(CH 2 ) 2 S0 2 CH 3 CF 3 

(S) f /=\ 
(CH 2 ) 2 S0 2 CH 3 
(S) f /=\ 
(CH 2 ) 2 S0 2 CH 3 
(S) f /=v 
(CH 2 ) 2 SO z CH 3 

-fH-N-c-r^) 

(CH 2 ) 2 S0 2 CH 3 
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2 3 0 



Table 1.21 1 



m n chirality R 3 



"(CH 2 )i(CH 2 )5-G-R 6 



2311 H 3 CS-^^-CH 2 - 



2313 



2317 



2318 



2319 



1 2 0 S 



2312 h 3 cs-^^- 



CH 2 - 12 0 R 



CH r 



12 0 R 



2314 h 3 cs-^^-ch 2 - 1 2 0 S 

2315 a-Q-ati- 2 2 1 



2316 a-Q-CH r 1 2 0 S 




CH?- 



2 2 1 



12 0 R 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 S0 2 CH 3 



-CF, 



-0 

CH 3 H 2 N 



-^H-N-C-^J-CI 



CH 3 

(S) © 



CH 3 

CH(CH 3 ) 2 
(CH 2 ) 2 S0 2 CH 3 CF 3 
CHjOH CF 3 
(CH 2 ) 2 S0 2 CH 3 
CH(CH 3 ) 2 



2320 Ch-^^-av 2 2 1 



2321 H 3 cs-\ >ch 2 - 2 2 1 



H 



H 



(S> if 

-ChhN-C- 
I H H 
CH(CH 3 ) 2 



CH(CH 3 ) 2 
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Table 1.212 



Co N m o pd - p>-(CH 2 ) r k m n chirality R 3 



-(CHs^CH^G-R 6 
R 5 



2322 



2324 



2325 



2328 



2 2 1 



2323 H 3 cs-£ )-ch 2 - 2 2 1 



Cl 



a-Q-CH r 2 2 1 



12 0 R 



2326 a-Q-CH r . 12 0 R 

2327 h 3 cs-^-ch^ 12 0 R 



a-/^Y-CH r 



1 2 0 S 



2329 ci-Q^ch^ 1 2 0 S 



2330 h 3 cs-4>-civ 1 2 0 S 



2331 OhQ^ch 2 - 1 2 0 S 

2332 Ch-^^CHz- 1 2 0 R 



H 



H 



H 



H 



H 



CH(CH 3 ) 2 

CH(CH 3 ) 2 

-CH-N-C-f ? 
CH 3 H 2 N 

(S) ? /=\ 
CH 3 

CH 3 



W if 
-CH-N-ON- 
| H H 

CH 3 



CH 3 

(S) ? /=\ 
CH 3 

(S) I? /=v 
CH 3 



(s) 9 



: -0 

CH 3 H 2 N 



(CH 2 ) 2 S0 2 CH 3 
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Table 1.213 



c 7o pd r^ (CH *v- k 



m n chirality R 3 



"(CH 2 )p^-(CH 2 )^G-R 6 
R 



2333 ci-Q-chj- 12 0 R 

2334 h 3 cshQkch2- 1 2 0 S 



2335 




CH r 



1 2 0 S 



2336 o-^^-CHg- 1 2 0 S 

2337 H 3 cs^^-CH2- 1 2 0 S 

2338 h 3 cs-Q-ch 2 - 2 2 1 

2339 a-^-CH 2 - 2 2 1 

2340 h 3 cs-{~)-ch 2 - 2 2 1 

2341 a-Q-CH 2 - 2 2 1 



2342 H 3 cs-(~)-CH 2 - 2 2 1 



2343 



2 2 1 



H 



H 



H 



H 



H 



(S) P y- 

-CH-N-C-N- 
I H H 

(CH 2 ) 2 S0 2 CH3 



(CH 2 ) 2 S0 2 CH 3 

(S) P /=\ 
{CH 2 )2S0 2 CH3 

(CH 2 ) 2 S0 2 CH 3 
(S) P /== 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 CONH 2 

1 H \-< 
(CH 2 ) 2 CONH 2 CF 3 



lA 



(S) 
-CH-N-t 

I H \=( 
(CH 2 ) 2 CONH 2 CF 3 



(S) 

CH 2 OH CF 3 

-CH-N-C-f ? 
CH 2 0H CF 3 
CI 



(CH 2 ) 2 CONH 2 
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Table 1.214 



2 3 3 



C °N m o Pd ' R^ (CH2) r k ™ n chirality R3 



2344 0-hQ-ch 2 - 2 2 1 



2345 ci 



2347 



2348 



2350 



ch 2 - 2 2 1 



2346 c^/VcHr 2 2 1 



ci 



ohQ-ch^ 1 2 0 S 



CHg- 



1 2 0 R 



2349 f ^O^ CH ^ 12 0 R 



12 0 R 



H 



H 



H 



H 



H 



- 0 6 



-(CH 2 ) r f-(CH 2 )^G-R 
R b 



-CH-N-C-^J-CI 
(CH 2 ) 2 CONH 2 

(S) ft /=\ 

(CH 2 ) 2 CONH 2 
NH 2 

-CH-N-C— f ? 
1 H \=< 
(CH 2 ) 2 CONH 2 CF 3 

(S) ft 
CH 3 

(CH 2 )2S0 2 CH 3 
(CH 2 )2S0 2 CH 3 



(CH 2 ) 2 S0 2 CH 3 



2351 



2352 




CH 2 - 



Cl 



1 2 0 R 



O-Q^CH,- 2 2 1 



H 



(CH 2 ) 2 S0 2 CH 3 



-ch-n-o 

J H H 



CI 



2353 



2354 



°3> 



CH 2 



2 2 1 



12 0 R 



H 



H 




(S) <? 

-CH-N-C-l 
J H H 

CH 3 



-CH-Jj-C-^J^-CI 
(CHjJjSOjCHa 
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Table 1.215 



C °No Pd R 2^ (Ch,2) r k m n chirality R 3 



"(CH 2 )p%(CH 2 )^G-R 6 
R 5 



2355 



2357 



2359 



2360 



2361 



2362 



2363 



2364 



2365 



12 0 R 



2356 c^y-cH 2 - 1 2 0 R 



Ch^>-CH 2 - 



12 0 R 




2358 „ // V CH2 _ I 2 0 R 



CH 2 - 



12 0 R 




CH ? - 1 2 0 R 



Cr^D^CH 2 - 
Cr-^-CH 2 » 



12 0 R 



1 2 0 R 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



CI CI 




(CH 2 ) 2 S0 2 CH3 

(S) &V< a 

(CH 2 ) 2 S0 2 CH 3 CI 
(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 SO z CH 3 
(CH 2 )2S0 2 CH3 

(CH 2 ) 2 SOjCH3 

<S) P /=\ 
(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 S0 2 CH 3 

(S) j? c 
-jh-m-c-^J-c, 

CH 3 
CH 3 




(S) o 



.a 



CH 3 CI 
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Table 1.216 




CH 3 



WO 01/10439 



2 3 6 
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Table 1.217 



fl 4 



k m n chirality R 3 -(CH 2 fe-|-(CH 2 fc-G-R 6 
R 5 



2377 F-Q-CH r 2 2 



2378 



2379 



2380 



2381 



2383 



2386 



2387 




CH 2 - 



2 2 1 




V-cH r 2 2 1 



o-^>ch 2 - 



CH^J-CH,- 



2 2 1 



2 2 1 




2382 „ // V C h 2 _ .221 



2 2 1 



2384 



ch 2 - 1 2 0 R 



2385 ?H ^ CH2 _ 1 2 0 R 



<j^ 2 - 




CH 2 



1 2 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



.jh-n-chQ-c. 

CH 3 

~f^H c \=/~ a 

ru. 



CH 

CH 3 H 2 N 

CH 3 H 2 N 

CH 3 HO 
CH 3 
CH 3 

(CH 2 ) 2 S0 2 CH 3 

-CH-N-ChQ^C. 
(CH 2 ) 2 S0 2 CH 3 

-CH-N-C-^J)-CI 
(CH 2 ) 2 S0 2 CH3 

(CH 2 ) 2 S0 2 CH 3 



WO 01/1043!) 



PCT/JP00/05260 



Table 1.218 



2 3 7 



Compd. ^(CH 2)r k 



m n chirality R 3 



-(CH 2 )i(CH 2 )q-G-R 6 



R s 



2388 



2389 



2391 



r 

F-^-CH 2 - 
F 

<5-CH 2 - 



12 0 R 



12 0 R 




2390 ^fi^ 12 0 R 



12 0 R 



2392 a !K_ CH _ 1 2 0 R 



2393 ct fK_ CH _ 12 0 R 



H 



H 



H 



H 



(S) p 
(CH 2 ) 2 S0 2 CH 3 

-Chh^C-H^J)-Ct 
(CH 2 ) 2 S0 2 CH 3 

— CH-N-G-/ ^ 
J H V=< 
(CH 2 ) 2 S0 2 CH 3 Br 

(CH 2 ) 2 S0 2 CH 3 CI 

(CH 2 ) 2 S0 2 CH 3 

(S) jf 
-f^N-C-N-CH 2 -\ 

(CH 2 ) 2 S0 2 CH 3 



2394 



2395 



2396 



2397 



2398 



Ay 



CH 2 - 



Cr-^^-CH 2 - 
Ch^CH 2 - 
CI— ^^-CH 2 ~ 
Cr-^^-CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



(CH 2 ) 2 SCH3 



CH 2 OCH 2 Ph 



I 1 

(CH 2 ) 4 NH 2 



H 



~c 

I 

H 2 C 



OC<CH 3 ) 3 
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Table 1.219 



Co N T R>' CH ^r " 



H 

m n chirality R 3 -(CH 2 )^|-(CH 2 fc-G-R 6 



2399 



2400 



2402 



2403 



2404 



2405 



2406 



2407 



C^J-CH,- 



CH 2 - 



2 2 1 



2 2 1 



2401 Ch !K c ... 2 2 1 



CH 2 - 




CH ? - 




CH r 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2408 HaCSOjr-Q-CHjr 2 2 1 



2409 H 3 co 2 c-/~\-CH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-f H -tr c O ci 



OCHjPh 
CI 



-JH-N-C-Q-C. 
CH 2 OH 

-}H-N-K>C, 



CI 



IS) f? 

-JH-[|C-^J-CI 
CH 2 OH 

CH 2 OH 



-JH-N-C-^J-a 



CH 2 OH 



CH 2 OH 



-jH-N-c-^Q-a 

CH 2 OH 
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Table 1.220 



C °N m o Pd ' rzV^F k m n chirality R* -(c^^CH^G-R' 



2410 cH^>CH r 2 2 1 



2412 



2414 



2415 



2416 



2417 



2418 



2419 



2420 



2411 CM Q_ CH2 _ 2 2 1 



>-^>ch 2 - 



CL 



0^>CH 2 - 



C^^CH 2 - 
CK^-CH 2 - 



2 2 1 



2413 Ch !^ CH2 _ 2 2 1 



2 2 1 



o-£>ch 2 - 2 2 1 



2 2 1 



2 2 1 



o^>ch 2 - 2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 




CH 2 OH 

-fH*0-Q 
CH 2 OH 

CH 2 OH 

(S) p 



CH 2 OH 

-Jh-n-c-<^ 



CH 2 OH 



... (S) OCH 3 
CH 3 

CH, 



CH 3 

(5) ? /= 
CH 3 



PH 3 



CH 3 



£1 



CH 3 
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Table 1.221 



2 4 0 



""NT R> <CH * 



)j k m n chirality R 3 



2421 



2 2 1 



~(CH 2 ) F ?-(CH 2 ^G-R 6 


(S) * /=\ 

CH 3 



2422 



2423 



2425 



2427 




V CHz - 1 2 0 R 




CH 2 - 



12 0 R 



2424 „ // \ . CH _ 12 0 R 



12 0 R 




2426 ^. CH _ 1 2 0 R 



o-^ch 2 - 



12 0 R 




2428 ./V^ 1 2 0 R 



H 



<*> ? /=< 

{CH 2 ) 2 S0 2 CH 3 
(S) s 

(CH 2 ) 2 S0 2 CH3 

(S) ^=<: CH3 

(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

(S) f /=\ 

(CH 2 ) 2 S0 2 CH 3 
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2 4 1 



5 *f£WH*^Ttt, WAtfaiJfti- (4-^dd^>^;w 

9)V-A- [ {N- (3 - h U 7Jl/:to*3 : -Jl/^>vy Jl/) ^UvMU} 757^? 
)V\ ^Uy-^AWi^j;, gt«7 5 >ft-&«)<DC , - C 6 7JM^Uft2H#t)fflV> 
bt!5. dCT\ 7;^iHtlT!t flUAtf^^k X^k n-y°U\fi)V. n 
-T^k /3-^>7-;k n-'N+v'Jk n-^y^k n-^i^k -fV7°D 
10 ■ tf;k -TV7*7;k sec-7'fJk ferf-77iK <V^>fJK 

15 

±ieit ( i ) Tasnsfk^tt. hbr&bbwo 992568 6^>7i/^ h 

20 D£/£T5IfigT*"5. 
(Siiffi l ) 
TIES (II) 



25 




(CH 2 ), 



(II) 



'm 



[it*. R\ R 2 , R 3 , j. k, nu t$£Zfin\t. ±ESC (I) fcfcttS-en-eft 

30 ojeaitHUTfe*. ] 

T^^nsft^iami. tesc (no 
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HO-C-(CH 2 ) p 



•(CH 2 ) q -G-R 6 



(III) 



[it*. R\ R 5 , R\ G, p, &J;tfqtt, ±f 2i S (i) ££tt5-£tt^n©£ 

5 My-f5l^ (DCC) . yV-x^-W - ( 3 - V*^)V7 S / 7°D fcf ;W £ 
^5 1" (EDCISfcttWSC) , (CD I) . 

/V-hHD^>^i/>-fSF (HOSu) . yV-t Kd + s^oy MJ 7«/-;|, 

(hob t ) , ^>yMJ7y-;p-i--r;M-*->hy* (fou->v-;w * 

7>*-£A ^7MD*X7i-h (PyBOP) , 2- (i//-^>Vh 

MD^7i-f (HBTU) . 2- (i//-^>y*MJ7y-;i,- i 
-1, 1, 3, 3-rh7^f;^Dr^A 7 h 5 7Jl/^"D^ I/— h (TBTU 

) > 2- (5 -y;i/*;i/*>- 2, a-yMl+wsh*) -1, i, 3, 3- 

fh7^f^9DZ9A 7N57;^PtKI/- h (TNTU) . O- (N—$>7 
->-5v;u) -1, i, 3> 3-7h7^7;U7a^7A fh77Mn*[/- 
h (TSTU) . T-DtMJX (tP'JvV) 'vH^M-d** 
7x-h (PyBroP) ij * A", K^;Py-7A, 

;» #u*?i/>. (^*^7;i/75y^7;i/) tfux7u>, #ij (4-e-ji^ 
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2 4 3 



ft StirSdttfT**. 



mm 2) 



TESC (IV) 



V(CH 2 )-X 



(IV) 



20 R 3 . R 4 ., R 5 , R"\ G, k, m. n,- p, ^.klXqtt. _hSEit (I) K 

frfrSEfctt, ±3S®J6ffiltl^«©^*igrJ:fflV->s^i:C«tO. iDR»f: 

So 

±ffiSC (IV) XttAay>jg?, 7;i/+Jb^;i/7}N-;i/-t+'>ffi. 7 'J 



(CH 2 ) k , 




(CH 2 ), 



m 
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2 4 4 

(§Sii£3) 
TIESt (VI) 



5 



10 



R 1 

>— (CHz^-CHO (VI) 



R 2 



Sfctt, TISit (VII) 



15 R'-CHO (VII) 

Kf. R'tt. ±E5S (I) fc*tfSR>©jEHtHi;T*0, j 
TS<**i57*xkKlMf*£. ±Ei (V) T3E«*n*ffc£4fco. 1-ioSi 

7K^{tu7^A7;P5^^A > 7k*ft:*^*±hu^A. ->7y**<t*«7*^h 

'J A, h >J 7-fe h+S"***!:** h ij * A&£0fc£**fl;4Jjis «kyf7f?7 > 
25 *JBlr>***fcK£. *fctt*»il7cSJt5&t**ffli,»sct*«T#S. 
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2 4 5 

(S&&4) 
TsBit (VIII) 

R 1 /( CH 2)ky o R 4 

5 >-(CH 2 )j-N V-(CH 2 ) n -N-C-(CH 2 ) p — [-(CH 2 ) q -NH ( Vffl ) 
R 2 \CH 2 )J R 3 R 5 R 7 

R l > R 2 , R 3 > R 4 , R s , R\ j. k, m, n, p, *<tcXqtt» ±12 
10 it (I) tZ&WZ-Ztl-etKDfe&tmC-Z&Z. ] 

Tssns^ftiait. TiBit (ix) 

HO-A-R 6 (IX) 
15 [SC«t». R 6 «> ±fBit (I) t*»t5R 6 ©Jt«t'l^i;-c*0, Att*;i/d?r:;i/S 

(Miiffi5) 

25 ±isj$: (viid Tasnaftfcttiisftfc, TiSit (x) 

Z=C = N-R 6 (X) 
K + , R 6 tt±sdxC (I) KftWSR'CDJgfttmCTftO. ZW«»££tt 

30 aHM^tar. i 
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2 4 6 

(fl£& 6 ) 
TIBit (XI) 



R 1 ^(CH 2 ) k o R 4 

)— (CH 2 )j-N V- (CH 2 ) n -N-C-(CH 2 ) p - ' 

r2 \chJ R 3 



-(CH 2 ) q -A-OH (XI) 



10 K*, R', R*. R ., R <^ R5< j. k> m , n ^ pt fe<fc0Cqtti ±gBSC ( 

■cs*ns^«jia*t. Ties (xii) 

15 R 6 -NH 2 (XII) 

Kf, R 6 «, ±fEit (I) K£tt3R 6 0£«i:|5]i;T&3. ] 

-itcjjo. «k 9 ni^ilf?;* -fractals. 

-ttmmm i-6\z&^t, -mz^m^itmz^ 
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0t^6 1 0 O'COttHT***. iIS©¥ia Sffiftfls, -rfcto^iS 

^. i&ii, tttH, Bffitfhttk ma, ^ovh^7 7^-?5:i*S:ff p^ifd.tO, 
BWt-rs±IE^ (I) TJE$n*»tt75>ft^«JSWrsct*«T#-6. * 

##tt, Tablel. 1-1. 221 fcfc^Tff <h LT^tffcffc-i^, 
K#£*lfcfb&^## (Compd. No. ) fc*tJ&LTl»S. 

1 ] (R) -1- U-gOP'OSW) -3- [ (N- (3, 4-/7 
20 )l*ai>>MM Ws)l>) 7 5/3 gPUy> Ob&^#g_6_9) 

♦fgWO^ttttWO 9 9 2-5 6 8 6^>7Uy hEtt©Slifii£C«fc 

0JAtf<b&*!j#-96 9© (R) -1- (4 -^PD^>v;U) -3- [ (N 
- (3, 4-y7Mn^>>/<jW {fVi/ft} 75/] tf □ U y>(iKTOJ:5 

25 

1) 3-75 7-1- (4-Vuu<y*J)l) lfD'Jy/-rMt| 

4-^DD^>yWDiJH (4. 15g, 2 5, 8 mm o 1 ) i/-Pr,NE 
t (6. 6 7 g, 5 1. 6mmo 1 ) 3 - { ( t e r t -7 h*ist>)\stf-)l 
) 75/} tfD'Jv> (4. 8 1g, 2 5. 8mmo 1 ) ©DMF®ig (5 OmL 
30 ) tflOAfc. R«»£tt*7 OTCT'l 5B#|BHg#U 8ji«ttfiET£li*£ Life. U 
ISS (CH 3 CN. 5 OmL) t<t 0 BWifS 3 - { ( t e r t -:/r- 
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-A?) 7%J\ -1- tru»J^> (6. 4 3g, 8 0%) 

'H-NMR (CDCl 3 x 300MHz) 5 

1.37 (s, 9 H), 1.5-1.7 (br, 1 H), 2.1-2.4 (m, 2 H), 2.5-2.7 (m, 2 H), 2.83 
5 (br, 1 H), 3.57 (s, 2 H), 4.1-4.3 (br, 1 H), 4.9-5.1 (br, 1 H), 7.15-7.35 ( 
br, 4 H); «tliRPLC/MS-e*W: (9 8%) ; ESI/MS m/e 
3 11. 0 (M + + H, C a6 H 24 C 1 N 2 0 2 ) 

3 - { ( t e r t--f 7* 5 / } - 1 - (4 uu^y-J;V 

) t'vVi/y (6. 3 8 g % 2 0. 5mmo 1 ) OCH 3 OH (8 OmL) 1 
10 M'HCl-Et.O (lOOmL) tM, 2 5tV 1 5P#P B m# Ufc 0 

BET^^L. H#£#, S^b b h (CH,OH/CH 3 CN=l : 2. 13 OmL) 
T*M^-T5r iiCfc 9> 3-T? 7- 1 - (4-^nn^v?,u) fc°D y v>y • ~ 
&&tg (4. 9 3 9 g, 8 5%) LT#fc : 

'H-NMR (rfe-DMSO, 3 00MHz) 5 
15 3.15 (br, 1 H), 3.3-3.75 (br-m, 4 11), 3.9 (br, 1 H), 4.05 (br, 1 H), 4.44 ( 
br, 1 H), 4.54 (br, 1 H), 7.5-7.7 (m. 4 H), 8.45 (br, 1 H), 8.60 (br, 1 H) ; 
mmteRPLC/MST'Xlbtz (>9 9%) ; ESI/MS m/e 211. 
0 (M + + H, C n H u C 1 N 2 ) 
yt¥f£& (R) -3-7;/-l - (4-^dd^/i.) fn U i/y • li^ 
20 M.t (S) -3-T5/-1- (4 n n^<>-v?yk) t°n . Hj&g£&£, 

ffc<fc ID C 1 H — NMR^ri LfCo 

2) (R) -3- { (N-tert-^h^v-^t^) jri)-^) 7;/-! 

25 - (4 n p-k^^) e'Pllyy 

(R) -3-75/-1- (4-^DDKy-y/i,) t "n y i?y . ~^J^ (4. 
54 g, 16. Ommo 1 ) , 2M NaOH^jg (8 OmL) , *5it>'i^^^ 
* (8 OmL) 09^#»^m#L, *f$SJf £#i&fiL, 7KJi£gtg^^ (8 OmL 
X2) T'ttffiLfCo ^l^^TteTk^^MJ ^ATftJi, at®, $tm?Z> 

30 3 <!; tc J: V) WkO (R) -3-T5/-1- (4-^opKyy ; K f D y ^ ( 
3 . 3 5 g , 9 9%) £#fc„ 
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(R) -3-75/-1- U-2UUK>V)V) tro'J> ? > (3. 35g, 1 
6mmol) ©CH 2 C1 2 (8 OmL) »«»;:, Et 3 N (2. 5mL, 17. 6m 
mol>, t e r t-yf+yMfcJ^'J-» (2. 7 9g, 16. Om 
mo 1) . EDCI (3. 07g, 16. Ommol) tiOTOB t (12. 1 
5 6g, 16mmol) fcj&DAfc. Kftflfttte 2 5*CT 1 6ttlHJft#[sfctt, 2M 
NaOHM (8 OmL) 5)JD^fc. fttM&#MU *H*^DD**>T 
ttltBUfc (1 O OmL x 3) „ #«B*^t>#T* (1 0 OmLX 2) ( 
10 OmL) T&&L, *I*BKH^- h U ^/xTfejft, ttjg, ztftgLfc. tly^u 

•vbi/yy*- (s i o 2 , mmx^M f-cto, (r) - 3- \n- ( 

10 fert-7'h+y*iH-JH z/)V] 75 / - 1 - (4-^DD^>yjW 
t°n'Jv> (5. 40g, 9 2%) 

3) (R) -1- (4-^DD^>vJl/) -3- (^Uv2kZAZ) ^'J-/>« 

15 (R) -3- { N— (terf-yh + xMfcW i/*)i/)V} 75/- 1- 
(4-?DD'<>5W) t°DUv> (5. 39g, 14. 7mmo 1 ) ©**/- 
Jl (6 OmL) ^tl, 4M HC 1 (3 8mL) jgjft*lni>tfc. 

S**i[fiT2«FlllJilJtbfc. KftiS&feftftJgU 2M NaOHjg* (8.0m 
L) £in*.fc, M&mZWnatfy (8 0mLx3) TttmL, ttoBti&%&t> 

20 TtTm&Vffili- b V V ftfgbfc. Jiyhfu^ b$ =>?-<- (S i0 2 , 
Ac OE t/E t OH/E t 3 N=9 0/5/5) fc«tD. (R) -3- UfV*s)\, 
75/) - 1 - (4-i7DO^>v;W fcTDiJ $>> (3. 3 7 4 g; 8 6%) 
£ : 'H-NMR (CDC 1 3 . 2 7 0MHz) (5 

1.77 (dd, J = 1.3*<k^6. 9 Hz. 1 H), 2. 20-3.39 (m, 2 H) , 2.53 (dd, J = 3. 3 
25 35«fcBC9.6 Hz, 1 H), 2.62 (dd, J = 6.6*5^^9.6 Hz, 1 H) . 2.78-2.87 (m, 1 H) 
, 3.31 (s, 2H), 3. 57 (s, 2H). 4.38-4.53 <br, 1 H), 7.18-7.32 (m, 4 H), 7.3 
9 (br, s, 1 H) 

4) (R) -1- -3- [ {A/- (3, 4~y7Ma^ 
30 >V±M ^V±M 75/] L°D'Jv> (fl:£4MH§6 9) 

3, 4 -i?7)V*Ul>*M)WnV K (0. 0 6 Ommo 1 ) <D{7nn*)\,& 
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fete (0. 4mL) (R) - l - (4-^7nnK>p)U) -3- ({fiJ>/)V7 
57) tfoUv> (0. 0 5 0mmol) ih'JlWS> (0. 0 7 0mmo 
1) ©^OD*M (1. OmL) mmztott. ^<DKPBm^^mMT'2. 5 

mmmwLtcm, {t^j^m #u*^u>an& a. 0 4mmoi/ g , 5 

Omg, 5 0mmo l) ZMa., I^^ijgTl 2B#F^J$Lfc„ KfoU&fyl* 

iiti®u m%*v>?uuM?y (0. 5mu t^l^o ®&<h«£££fc>-a- 

. y^DD^^> (4mL) 5r»PA, *§8££2M NaOH« (0. 5mL) 
Jc-aft&U mmiT2>Z\£\zJ:K>. (R) -l - U-Zuu^yi/)),) -3- [ 
<JV- (3, 4-y7MD^>'/^W ^UyJK 75 7] t?P'Jv> (ft^^J 
#^6 9) *ntz (7. 8mg, 3 8%) : MgttR P L C/M S ~ZMtz (>9 
9%) ;ESI/MS m/e 4 0 8. 0 (M + + H, C 20 H 20 C 1 F 2 N 3 0 2 ) 

CCR3IIK5 6 2»1 OmM HEPESMHBSSiiCULt 
fe©K ImM F u r a 2 7-fe h + y^f MXtJI- (ITOfc^tti?) £JP;L, 3 
7tl:T3 0^H>+a^-f-Lfc. ^n§34 0 nmi3 8 0 nmTSfoEU 
3 4 0/3 8 OJt^^E-^-T^^i^ir). ilJlSpM^;i,vC7A?iS^JJ^Lfeo 
7^-XhtLThhx^ + -» (0. 5/ig/ml) £JB!^ $i£ffc£r#j©|$a 
^igttX^|-^ + v>T*mi-§ 5^Bf)tlCCR 3fgSK 5 6 2M^»-ft^T 

WW* (%) = {!- (A-B) / (C-B) } X 1 0 0 

* * -> >-cmm l Ac <t * ommmji as^) 
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1 0 mMOISUHT, -t*VPft2 0- 5 0*, 5 0%- 8 0%. *J«fclX 
, >8 OXCBMMBSSLfc. 

1 0 nUCmAiZ^X 2 0%-5 OX©BSIBtwLfcfl:d* : 
ft&$l#*f 11. 156. 234. 330, 392. 424, 481. 523. 5 
5 2 5, 5 3 3, 5 5 8. 5 6 7. 5 8 2. 6 0 2. 6 1 3, 6 3 0. 6 4 6. 6 4 
9. 7 0 1, 7 3 8, 7 4 1, 7 5 4, 7 6 7, 8 1 4, 8 1 6. 8 3 3. 8 3 9 
, 873, 902. 909, 945, 1002, 1159, 1170. 1258. 
1 3 1 5. 1 3 5 2. 1 3 5 7. 1 4 0 7. 1 4 1 7. 1 4 4 8. 1 4 7 2. 1 5 
0 4. 1 5 0 8. 1 5 3 1, 1 5 5 8. 1 5 6 2. 1 5 6 9, 1 6 6 1, 1 6 7 0 
10 . 1 6 8 6. 1 7 1 9, 1 7 5 1, 1 7 5 6, 1 7 6 9, 1 7 7 5, 1 7 8 3, 1 

7 9 7, 1 8 0 2, 1 8 0 3, 1 8 1 5, 1 8 3 4, 1 8 4 1, 1 8 4 6, 1 8 8 
3, 1 8 8 7. 1 8 8 9, 1 8 9 2, 1 9 1 3, 1 9 2 4, 1 9 2 8. 1 9 6 0. 
2006. 2013. 2035, 2052, 2083, 2113, 2127, 21 
36. 2189. 2320. 2321. 2323, 2327, 2330, 2334 

15 , 2 3 3 6, 2 3 3 8, 2 3 4 5, 2 3 9 4, 2 3 9 4, 2 3 9 8, 2 3 9 8, 2 

4 0 0, 2 4 0 0, 2 4 0 6, 2 4 0 6, 2 4 0 7, 2 4 0 7, 2 4 0 9, 2 4 0 
9,242 0,242 0.2421,2421 

1 0tfM©*JgK::fe^T5 0K-8 OX©H£tefci£Lfcfl:£tt : 
it&Vutt 83, 115, 146, 150, 216, 294, 297, 322, 4 
20 0 5 , 4 4 0 , 4 5 9 , 461, 4 6 6 , 4 8 2 , 4 8 4 , 4 8 7 , 4 9 0 , 49 
2, 5 0 3, 5 2 6. 5 2 8. 5 5 0. 5 6 2, 5 7 0, 5 7 8. 6 2 0. 6 2 3 
, 6 5 9, 6 8 5, 6 8 7, 7 0 3, 7 1 6, 7 3 0, 7 3 3, 7 5 5. 7 7 0, 

8 5 0, 8 5 6, 8 6 7, 8 7 6, 9 9 8. 1 0 1 5, 1 0 2 4, 1 2 2 3, 1 2 

5 9, 1 2 6 7, 1 2 9 5, 1 3 7 7, 1 4 0 2, 1 4 1 2, 1 4 2 0. 1 4 8 5 
25 , 1 5 1 9, 1 5 5 0, 1 5 6 0, 1 5 9 5, 1 6 0 1, 1 6 5 0, 1 7 0 1, 1 

7 2 5. 1 7 5 4, 1 8 3 6, 1 8 5 6, 1 8 7 0, 1 9 1 2, 1 9 2 3, 1 9 2 
9, 2095, 2120, 2138, 2179. 2258. 2260. 2261. 
2267, 2268. 2270, 2275, 2276, 2278, 2287, 22 
90. 229 1, 2 2 9 4, 2297, 2300, 2301, 230 2, 2307 
30 , 2 3 0 9, 2 3 1 3, 2 3 1 7, 2 3 2 2. 2 3 2 4, 2 3 2 6. 2 3 2 8, 2 
329. 2333. 2335. 2343. 234 4. 2346. 2347, 234 
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3 2 9, 2 3 3 3, 2 3 3 5, 2 34 3, 2 3 4 4, 2 3 4 6, 2 3 4 7, 2 3 4 
8, 2 3 5 0, 2 3 5 1 , 2 3 5 3, 2 3 5 8, 2 3 6 0, 2 3 6 1, 2 3 6 4, 
2365, 2368, 2369, 2377, 2379, 238 1, 2402, 24 
0 3, 24 0 4, 2 4 0 5, 2 4 0 8, 2 4 1 0, 2 4 1 1, 2 4 1 6, 2 4 1 7 
5 ,2418 

1 0 nM09t&\C&\,*X> 8 0%<DfR&fe&7jkl.it4t&tfo : 
te£#>#^-7, 3 2, 6 8, 1 6 9, 1 7 3, 2 0 3, 2 0 9, 2 1 5, 5 2 0, 
5 4 4, 5 4 7, 8 5 1, 8 5 2, 8 5 5, 8 7 4, 9 1 0, 1 00 3, 1 0 1 2 
, 1 0 3 2, 1 0 3 8, 1 04 2, 1 0 4 3, 1 04 6, 1 1 1 4, 1 1 9 0, 1 

10 2 4 4, 1 2 4 7, 1 3 8 4, 1 44 1, 1 5 1 3, 1 5 2 7, 1 5 4 5, 1 5 8 
2, 1 6 7 3, 1 6 8 7, 1 6 8 9, 1 7 0 5, 1 8 5 0, 1 8 6 9, 1 8 7 1, 
1876, 1877, 1899, 2027, 2289, 2293, 2296, 22 
98, 2315, 2318, 2319, 2325, 2332, 2349, 2352 
, 2 3 5 4, 2 3 5 5, 2 3 5 6, 2 3 5 7, 2 3 5 9, 2 3 6 2, 2 3 6 3, 2 

15 3 6 6, 2 3 6 7, 2 3 7 0, 2 3 7 1, 2 3 7 2, 2 3 7 3, 2 3 7 4, 2 3 7 
5, 2 3 7 6, 2 3 7 8, 2 3 8 2, 2 3 8 3, 2 3 9 0, 2 3 9 3, 2 3 9 6, 
2412, 2413, 2414, 2415, 24. 2 2, 2423, 2424, 24 
25, 2426, 2427, 2428 

20 tmmm2] c c r 3 mmmfcmwft^<D^*f*i/>o&&icM-t?>mmm<Dmfe 

t FCCR3MK5 6 2KBH&J: <0 MM Ltz'Mmmft* 0 . 5mg/mLW 
5<fc 0\CT-y±Js<y77— (2 5mM HEPES, pH7. 6, ImM Ca 
C 1 2 , 5mM MgCl 2 , 0. 5%BSA) KlBM LRHaMffi^ ^ ®M. 

yyr~x'^mttzmm%:mm])^ymmtLtz 0 o. 5%BSA-ei&5f 1^9 
6^x^^07v-hic, i •>^juhtz'ommit^mmm2 5» l, mwlvx 

> b'®®2 5 u L, »!SfK5 0 » L(DMmcft!£L®ftm (KJ&}g?g 1 0 0 
ML) , 2 5°C?9 0#-f>df^- Y Ufco 

30 Rjsn7f£, hbfrcibo. 5%^*)^uy4^^mmi^y^^^-^mmt-rz 

9 6 v^>v? 4>v$--?v- Y (iVtfTftm) XRfcm*7j;u?~mML, yj 
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^-t»^y77- (7srt'fAy7r-+0. 5M NaCl) 150 M L 
5 %Lm\L$®(D{Xt> <0 £#$SR t hi^^l OOn g Sr^P LTii: 9 

10 m.W (%) = {1- (A-B) / (C-B) } x 1 0 0 

(A : * V k B : h^***^ 1 OOn ggsAn 

m<DZ<>yh. C: [ 126 1] hx-***i/is0>%.WfaLitk £©#9> h) 

20 tfms-i-zm&ffyfemmbLKtt^mmte, ccR3^jtu, a-***^ 

#oT\ iiibttftf$«S. 7i/^Ht**, 7H?Htfi*^ 8! 
ftfe&JSifc, *5«tt7T u;^-ttM4i'«)7 u/v^-tt^f, 

! V- l ©JKSfe£KKr*-5flsflifc: J: «? , ^ X©}fe«J|*5J:ot/*tfiffelK|j|i: L 
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If (D H H 

1. TfEit (I) TSSnsfcS*. *©»WC«F«$n«»#Jnft:; SActt 
*©**Mfctf*a*l*C , - C 6 7)V*)\,ttM&ZGm#ttZ. OCR 3£i/i 

5 .mtttzmm. 



10 



>-(CH 2 ) r N 
R 2 * 



(CH 2 ) k 



(CH 2 ) P 



O R" 
" (C H 2 ) n - N - C - (C H 2 ) p — (- (C H 2 ) q - G - R 6 
R 3 R 5 



(I) 



[Sf..R , tt7z-JH, 03-0,^07^1. SfcliAxD^iLTH 

%%fe&mmmtm&LTm&mzMi8.VT^T>bj:<. issuer 1 cast** 7 

©Any>R*. kKD*yl, ->7/g, -hoS, *»A* 
20 Cj-C^HMPg, C 3 -C 8 yi7om;H, C,-C 6 7*y=^» 

, c 1 -c 6 7;m+->», Ct-c.y;^;^**. c 3 -c s 7;m^>«, c 2 

-C 4 7*+ C.-CjTMl/xy^yl, 7iZM, 7x./* 

25 C 2 -C 7 7;^/<;P75/S, C 2 -C 7 Af-JMM^^H, 

C 4 -C 9 N~^^n7)^J^)W^-i)m:C l -C 6 7)^)lX)Ut^)im, C 

3 -c 8 (7;m+->*;i,**^;i/) N-y^-jutuw^-om. tr^'j 

yy*M-;H ( ^^Uy*;^-;^. 1 -\iu*)V-)),l3 )],■$- it 
:-NH (C = 0)'0-T*$nS2«S. 5t:-NH (C = S) 0-T^$n-5 
30 2fiHjg. 7S/g. (0,-0,7^*^) 75/g, t>L<ttS> (0,-067 
75/ST«fc**lT^T<b.k< l cn^7x-/H, C 3 -C 8 ^D 
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r 2 «« zksnc?. c,-c 6 7;p*;ps. c 2 -c 7 7;m*v^;p^-;i/S. t 

5 K tfctt7ir/H*«L/. R 2 C , - C 6 7J^/HS fcli7 1 
-)\,mt. fiiflOAny>Bf, kKP+->S, C,-C 6 7;MrJl^k t>Ktt 
C 1 -C 6 7;p3*->|^«fcoTB!ftSftTtr>T ! bJ:^. fc£U j=O0tfliR 2 

fit KD*->£Tttfclr». 

j «0-2©S^^^T. 
10 ktt0-2O8»*Sf. 
mtt2-4©S»*8t. 
nttOS&ttl &&-r. 

tFD+i/S, C,-C 6 7;Mr;P», fcL<ttC 1 -C 6 7;io*->»KJ:oTK» 

*fc»4C , - C 6 r/WrM*Sl/. R 4 *cktf R C , - C 6 7)V*)V&&* 

20 *;k&7>S 4 C 3 -C 8 ->7D7M/H, Cj-C 

. c,-c 6 7;i/^S, c,-c 6 7;m*->a. feL<tt^>^;i/^*->sic:«i;^ 

;i/***>*^#=^a, c 2 -c 7 7;^y-r;i/S, c 2 -c 7 7;i/p+->*;i/^^;k 
25 a, c 2 -c 7 7;^/-r;i/*+i>», c,-c 7 7;W!>y-OP75ys. c 2 -c 7 /v 
-7Ji/+ji/7j;i/A*t-r;i/S, c,-c,7;i'*;i'X;Mw;pg, 7$yffi, (c, 
-Cs7)V*)i) 7$y|£> v (c,-c 6 7;mmu) 7 = ygs> &l<« (atdi 

30 T^Tfc«t<, R"£J;Z/R 5 te, ^ L«fct;:&oT3 - 6 M^tt^ffczk 
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pliOJfclJi z&t, 

G«, -CO-, -S0 2 -, -CO-0-, -NR 7 -CO- -CO-NR 7 - 
> -NH-CO-NH- -NH-CS-NH-, -NR 7 -S0 2 -, -S0 2 -N 

r 7 -. -NH-co-o-. ztzte-o-co-NH-rmnzmm?. 
R 6 &, y^-jm, c,-c,y^o7MJH. c 3 -c 6 ->^D7;^-;pa 

p7;p*;ps, c 3 -c 6 ->7D7;u7^s. ffttttMSms. £fc 

hog, ^^77 NS, ij)V#*is)Vm, %)Vn^)V&. W7)V*U*?)V 

c,-c,7;i4J«, c 3 -cv>^D7;i/*;i^, c 2 -c 6 7^7n;i,s, c 

,-C 6 7;Hi*i/S, C 3 -C 8 y^7D7W^yl, C t - C 6 7/l/+;^^S 
» C 1 -C 3 7/l/4 1 l/>v^-+i>S> 7i'JH, 7i;^->i, 7i^7S;S 

3-7iz;ww ks, c 2 -c 7 7;^y-r;«, c 2 -c 7 7;io*->#;m?- 
A*, c 2 -c 7 7;k*7/-f;M-*v^ c 2 -c 7 7;i^/^7S/g, c 2 -c 7 
iv-7;p*;p*;^tq£-r^ c 1 -c 6 7;^i/x;p*-;i,a, 7x-;i^;pa** 

-f^S, /V, vV-v (C r C,7^W 7,)Vyy^-i)Vm. 75/£. ty (C/ 
-C 6 7JP*;W 75/31. v (C,-C,7^*;W 7S/S, ^>^7S/1> 
C 2 -C 7 {7)Vu**si3)V$=.R,) 75/3S. c,-c, (7^*;^^*=;w 7 
fcu<tt, t*7 (c 1 -c 6 7;mF;^;i/*-;p) 7^/m\z^ommt\ 
Tt>Tt>«fc<, c:nso7x-m c 3 -c 8 ->^D7;u*^s> c 3 -c 8 *>*n 

MOADy>If, ->7/S. kF 7S/S. HJ7/M-d/7;p-S 

. c 1 -c 6 7^+;ns. c 1 -c G 7;m+->« > c^c^+jhm-ie, ( 
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2. ±Kit (I) tC*^Tk=ld>Om=2T*§, Ii#JllfB$i(DCCR3£ 
5 Steffi £#T*IS8I. 

3. ±IHit (I) C*UTk = 0^m=3T*4. MM lfStfcOC C R 3*£ 
10 4. ±aSC ( I ) t*WTk= l*Om=3T?*5, M^llEtOCCR 3J£ 

5. ±IBS; (I) ic*^Tk = 2*Om-2T»S, M*« 1 tE«£©C C R 3fe' 

15 

6. ±ES (I) C*UTk=liOm=4T*5. M&H1EM0CCR 3tt 

7. ±£SC (I) T^$tlS<t-&*,-^0|||^fl<HzfiFS$na»f*lHl#> 

20 ^o^wcw^snsCi-CeJ^+^Jnfr^ws&^trs. ccr3« 

8 . £jg#7 wi^-tt&s-efcsmjRis 7 Ettofeftg t> L < 

25 9. &fttf*t*$*A. 7hk-MM, MM£ . 

1 0 . MtfMttM&AT&Sffi&S 7 Et«)ICl« b < tt^KH. 
30 11. mmtfim XT*«M*« 7 EMOttfiM t> L < tt^K!£c 
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